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(57) Abstract: Therapeutic or preventive agents for CCR5-related diseases such as AIDS, rheumatoid arthritis and nephritis, con- 
taining as the active ingredient cycloamine derivatives of general formula (I), pharmaceutically acceptable adducts of the same with 
acids, or pharmaceutically acceptable adducts thereof with Ci^ alkyl. 
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W ffl 9 

itt75 >C C R 5 l/ty^-SR« ■ 

5 

4t&0&£5£. MK-*f?t£-f* (GVHD) » ttfgJl, UttfflSttJR 
ft A (COPD) . Aff^tl, 7hK-ttfi»*. I^J^-f F-yX, 

£»&a«**i;T^***. jfeii'H i v (t h^^^^^-r ji/x) 

OS&KiEH-f 5I<X (AIDS : ^3:ttft;gE*£«S¥> C»t5 

15 

C C R 5 y^-li. MIP-1 a (macrophage inf 1 ammatory pr 
otein-1 a C0B&#F) » M I P — 1 j3 (macrophage inflammatory pro t e i 
n-1/3 <DB&^) . RANTES (regulated upon activation normal 
20 T-cell expressed and secretedcoi&fft) GO V -b -J 9 — T h 9 , flSpJUi^ 

V> § d £ b flT <^ -5 (0>JA&£> Samson. M. et al., Boichemistry, 

1996. 35. 3362; Raport, C.J. et al., J. Biol. Chem. . 1 996, 27 
I. 17161; Combadiere, C. et al., J. Leukoc. Biol.. 1996, 60. 1 
25 47&£#JB) . 

CCR5Ut^-i^IiOHit:Blt«^tHtt, tfttKIp 

■j * t ? a # <d n ® i» m « mi * J: # m ffi t» co t is as & t* © a w \z c c 

RS^iLtl^ui: (Loetscher. P. et al. , Nature. 1 998, 39 1, 
344; Mack, M. et al. . Arthritis Rheum.. 1999. 42, 981fc£*# 
30 as) , C C R 5 fcStft&^ttttttttWW 'J ■>T5 l ft#«* , i;l4B» bti 
■f£fr-3tzZ.t (Gomez-Reino, J.J. et al.. Arthritis Rheum., 1999. 
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42. 989$.%) . WHttWjft, &m&<D&&E.fomm<DH 

£&-*>7';i' c P<DT8BB§H C C R 5 tfmm LT^5 £ t (Segerer. S. 
et al., Kidney Int., 1 999. 56. 52#H) . £S8tt«{fcM# <D skW. 
«f C»4C C R 5 *IS£LTV»*TlBje*<£< B» fctt* d «t (Baiashov. 
5 K. E. . Proc. Natl. Acad. Sci. USA. 1 999. 96. 6873#!S) . v 0 7. 
&4fi)t*ffg±*it (GVHD) tf^©ffF^fiWll«ffllUfcT«iSfcttC 
C R 5 #568!LT* D , dWTSSIiSOgiSte&iCCR 5 *n&£^ 13 «fc 0 
ffll fliij £ tl 5 CI <h (Murai. M. el al.. J. Clin. Invest., 1999. 104, 

49#bbj , ■WT.mmm^Tji'iz&vzffimommizM i p - 1 i 

10 tfC C R 5 LT l» 5 d £: (Cameron, M.J. et al.. J. Immunol.. 

2000, 1 65, 1 1 02#BS) ftt'!S<«ftSftT^4. 
Lfc^^T, CCR5IJ. M/T? o 7 r- W/i fcttTjHB' 

15 «tt*fcffi, Bl8»ttfc®iE*fe£J£, i£*itf-*ff§£#i (GVHD) , & 
£tf«fli*5fc£<&»£. its. *»l:S<H4LT^4t%il5n5. 
SSIC, CCR5ttTffl)!SO'fTfe§l:Th lttHS»w«fftWfc5eai/ 
d 6, JhE««^ftTT h lMtfftffi£ 
H#T5 H <h#£!£$nf#3tf &H21£|i|i&S (COPD) . 

20 a. 7ht-tt*i»*. ttjm-f F-->*, iHi, 38 tt» 

§6S, &fg. HKfl:Hb?TtJSi#A5n5 (Bonecchi. R. et al., 
J. Exp. Med., 1998, 1 87, 1 29; Loetscher, P. et al. . Nature, 1 
998, 391. 344ft £#M) . 
25 -^,.HIV ( t Y%&^±V<i ^7.) *«fi£«IJBt«»sr*IKO^ 
t^^-tl/TttCD4*fa6ftTt>fc#, d © C D 4 £ ttT « H I V 

oasfttt^iLft^i&^e. I20i/t^^- (□ 

i v - i \tm%kfimttm®<Dmm\z£ o 7^77-^4 <m- 

'30 tropic)**. T -«*g|p]14 ( T - t r o p i c ) ft £ *gij £ ft 
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3 

T'&ZZ ttfiWZtiHZ Stilt (W?L&^ Deng, H. et al., Nature, 19 
96. 381. 661: Dragic. T. et al.. Nature. 1996. 381. 667; Alkha 
Mb. G. et al., Science. 1 996, 272. 1 955; Choe, H. et al.. Cel 
1, 1996, 85. 1 1 35; Doranz, B.J. et al.. Cell, 1996. 85. 1149# 
5 fig) . 

lfc#oT, HI V-l^CCR5i:«^T4:i*itr4iai4, 
«fcfcx-f X (AIDS : '&X&ft&?fi£mfem) ti$mm&J:Zf/£tz 
ttfKIiLTtiTS5t#^^n5 (Michael. N. L. et al., Nat 
ure Med., 1 999. 5, 740; Proudfoot. A.E.I, et al. . Biochem. Phar 
10 macol.. 1999. 57. 45 1; tt±6 i^K ®& &M, 1998. 43, 677ft: 
£#fig) . :n41#tnaSilT. CCR5©U#>FT**RA 
NTES, MIP-lo, M I P - 1 J3 #H I V - 1 ©ffll ft] B 
$>2>Z\t (Cocchi, F. et al.. Science, 1995. 270, I811#fig)\ C 
CR 5l£fO 3 2*aS»0*J*fcJ:-»)jE*lfftC CR5*«*ofc<l6S 

is Lit^^AttH i v- i mzkiz&ta&zG-rz tt h\z, zoxmt 

m<Dmm±<Dgft% 1 l\%.1&Z.2fS.\,*Z.t (Liu. R. et al. , Cell, 199 
6. 86, 367; Samson. M. et al.. Nature. 1996. 382, 722 ; Dean, M. 

et al., Science, 1 996, 273. 1856ft £#{R) , in C C R 5 * / £ 
-tM##7^0 7 7- i?}llRlttH I V - 1 ©*ffijil*g[3« ^©Ji£ 
20 £WU&JT3 C i: (Wu, L. et al., J. Exp. Med., 1 997, 185, 1 681# 

fig) , 7 s ymt&zxm* t < u&m l^r an t e s «r an t e s 
©testgaift o. o 7 7- v&fattH i v- i ©«»*jqnwr-5 c 

<h (Arenzana-Seisdedos. F. et al., Nature, 1 996, 383, 400; Proo 
st, P. et al., J. Biol. Chem. , 1 998, 273, 7222; Simmons, G. et 
25 al., Science, 1997, 276, 276ft £*#fig) ft £#?g£ £ *ITI> £ . 

Hi®: £ b , CCR504#rtU^>Ht*5MIP-lu, M 
IP- 1)3. JfclJRANTE SfflCCR 5 ^ © SI n\ feL<Bl-fX 
OJBR'J'f J^TJfeiHI V-l(iDCCR5l:»t5»^SiSt5fl: 

Tftfr^ c c r 5 mmm\t> c c r 5 u #> k©«w« 

30 flg^©f£ffl, t»-L< ttx< ;p^oigifflfi^©ia5JfeSE*1'S c 
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4 

KS9ttfft0&£££. temfrftmum (gvhd) . m&m 
m&mm& (copd) . gffjei. 7htr-tt£jtifc. *;i>a-r h 

5 g&fc*7>-7£ U x>§§## (BIR&SIWO 9 8 3 0 2 1 8 § 

#!9) . g&7-'J HSfWflt (BIK&R1WO 9 9 0 1 1 2 7 # ; B&& 
0 0 0 6 0 8 5 f ; IK^IWO 0 0 0 6 1 4 6 ^; BIS^MW 
0 0 0 0 6 1 5 3 ^; fflPK&MWO 0 0 4 0 2 3 9f ; HS^HWOO 
0 4 2 8 5 2.*#JS) . W&7fr*>WL7=.V KR»# (BK&IWWO 
10 9 9 3 2 1 0 0 *1; ilSftHWO 0 0 1 0 9 6 5 ; BSSttJUIWO 0 
0 3-7 4 5 5 ^; Baba, et al.. Proc. Natl. Acad. Sci. USA, 1999. 
96, 5698#gg) . 3- ( 4 - M * U V=.)V) -f > K — JUBfWflc (SIS 
1 V H1W0 9 9 1 7 7 7 3^; ir/iiWO 0 0 4 2 0 4 5f #1) , 7 
If D7;P* (EP10 1 3 2 7 6 4 ; BUKtUawo 0 t) 3 

15 8 6 8 0 ^; BIStBIlWO 0 0 3 9 1 2 5 ##8B) , ^ 7 >8§ 

(HiS^^WO 0 0 5 3 1 7 5 ^#BS) , iJ^Tjtf □ U S?>K»fr 
(B&&K5WO 0 0 5 9 4 9 7 ^; HS^gSWO 0 0 5 9 4 9 8 ^;! 
BS&BilWO 0 0 5 9 5 0 2 ^; BB&ttWWO 0 0 5 9 5 0 3 -!f #!£) 
C C R 5 l/t7^-CWtSMIStt*tt5ii!l^^nT^5. 

* 38 WTfflU 14. BlS&fllWO 9 9 2 5 6 8 6 * {CIS 

mznT^zit&vitm-obCiT'&zifi. ztizv its vane c r 5 

25 56 HI 5? 

*»W0BMtt. CCR5llttT3*S££EgT5S14£*r-f5{g7}- 
T£fc>£ C C R 5 £Si5iJ£ti&T6 CI tTfti. 
RANTESftt'OCCR5 <7)£#ft U # > K M Jffl flg ± © 
C C R 5 KIS^T* £ ^SHST-SEtt, t> L < teX-f XOffifcV'f )V 
30 *T&5HIV-l©CCR5fc»TS<S'&«:IH3fT5J£tt£W-r5ft 
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10 



15 



20 



25 



£b(C, *%BJ(DgM«, C CR 5 ©£ffrt >J#> K**«W»«S±© 
CCR5l:86T4c:t^SBC-oT*5«k5JS:SS(0i6«SJ5<ktf 

£bli. *%Bj<7)g6<jfS, Hiyogjfel:gHT5i'fX©i6«ftis 

1*7 5 >iff Sl#> -t<D3l¥MKffg C j~C, 7 ;i/ 

*fctt*4tWiC« : #*ni»*»ftJP#*«. C C R 5 ItRStt^ilTSu 

*36iH£J:ntf. tes (i) 



>— (CH 2 )j-N V- (CH2) n -N-C-(CH 2 ) p -4-(CH 2 ) q -G-R 6 (I) 



gftLtsisf. be sec?. *j;c;/s fctts*^ £ i ~ 3 iiw 

■T5 3?S«Ett*8!iS*^L. ±ISR 1 f;£tt£ 7x^;i/S£fcte3f#j& 

SmZMtil LTV>Tt><fc < . *6C±BR'i:iitt57x = JH, C 3 

AD^'/If, fcK ->7/S. rhnl, *;pt|5*->;ps. 

*;wt*-f c ,~c 6 7;u*;i/S, c,-c,->i?D7J^;H,' 
c 2 ~c 6 7^y-;vs. C,-C,7J^ + ->i'. C,-C,7**^ 
C 3 ~C 5 7J^U>S, C,-C 4 7;i'*l/>t*'>$. C L ~C 

*C>y^£. "OS*;!' ^> , ;-f^75/l. C 2 ~C 7 7JU 
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6 

il J <i C 2 ~C,7A3^^J^-;H. C 2 ~C 7 7)ViJ J -f )V 

**->g, c l -c,7JV*/'fJi'7s /g. c 2 ~c 7 n-7;u*;u£ 

;irAt-fjH, C 4 ~C 9 N-yi'DJi^^iJ^A't-fM, C,~ 

c 6 7;1/ + ;pt>;u*-;us, c 3 ~c 8 (7;m*-># 
/*;ps|5-;ws, l -KD'j - nh (C = 

O) 0-TlSn52il, it:-NH (C = S) 0-Tg$n§2flBi 
S, (C 1 ~C 6 7;U*^) 75/1. £1t\ti? (C,~ 

C 6 7Ji/ + ^) 7SylTiiSnxnT ; bJ;<. :ftb®7ir;H, 

c x ~c t 7)V*)V&. ■ sfcfctc ,~c 6 7;m*->sti 

C 6 7J^MSfeB7izMlt ftllOAD^r^I?. th'o* 

20 j tt 0 ~ 2 (DS^$rS"r. 

k « 0 ~ 2 OlS^it. 
mtt 2 ~ 4 OISJIT. 
ntto'fcfcttl **T. 

25 □y>S : f. th'D^yl- C 1 ~C 6 7;i/ + ;i/S. =bb<«C 1 ~C 6 

7;m*->«cj:oTmftsnTiriT'b«k^iSfc»i2fla)7.i-ji/ 

R 4 is ck t£ R 5 > l-ifcttS&^T, zlcfcfC^ kKD*«>i, 
•7HJH, tfclJCrC^MJUSSU R 4 & £^R 5 

7/1, -haS, #;u#*->;i/S, AJl'At-fM. ^^*7hS. 
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>f7- : ;;m* c 3 ~c 8 ->^ u7)v*)im. c , ~c 6 7;u □ 

C.-CjTJ^M. C,~C 6 7J^^yi> t> L < te ^ > + 

s, c 2 ~~c 7 7)iti s 4 )vt s. ;m. c 2 ~c 7 n-t^+j^^/u 
-r/i/g, c 1 ~c 6 7^+ji'7;^z;n 1 75;i, (c,~c 6 

7)V*)V) 75/1, v (C !~C t 7)V*)V) 75/1, S fc 11 
10 fD^fiLTllHf, fiffHtJK^. *s±tf/*fctt2*S?-* 1 ~ 3 

p tt 0 1 ^It. 

15 g tt 0 £ fctt 1 £^To 

G ti, -CO-, - S O 2 - , -CO-0-. -NR'-CO-, 
-CO-NR'-, -NH-CO-NH-, -NH-CS-NH-, - 
NR 7 -S0 2 -, - S0 2 -NR'-, -NH-CO-0-, £fc\t- 
O-CO-NH-Tt^nSl^St. R 7 «, TkslM^Sfc 

20 HC,~C 6 7;i' + Jl'i*It^> * 5 ^«R 7 teR 5 £ ^ o L, «t H£o 
TC 2 ~C s 7>+ U>I^f/$LTHtt)<):H. 

R 6 «> 7i-JH> Cj~C,y^n7A*;H, C 3 ~C 6 ->£a7 

* cfc^/Sfc«g^M? * 1 ~ 3il*fT5^#S£*t3l31g£gL, ±IB 
25 R 6 C*m.57x-;!,£. ^>^iH, £fcte5f 

1 ~3iiWTS5?#&£sl81g£&£UT^£Pt£^/*LT 
HTt»i<, $ £>K±ieR 6 tl:fctt5 7x-;i/S. C 3 ~ C , -> £ o 7 )V 

c 3 ~c 6 d 7;^^;H, ^>v^s, 
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)V*)\>m. C 2 ~C 6 7 )V/rz.)Vm. C t ~C 6 7^3 + ->S. c 3 ~c 8 

□ 7JU*;u:**->g. c-Cjjj^Ji'fti. c 1 ~c 3 7;u + 

l/>y^+y|, 7xUH, 7i/=f-/I, 7iZ^7$ 71, ^ > 

3 -7i-;P7 u-f ks, c 2 ~c 7 7;i/# / -f c 2 ~c 7 7 
;m /}-:-;!/ c 2 ~ c 7 7;u* / -i ->S> c 2 ~c 7 7 

)it> j -i ivy 5 / c 2 ~c 7 n - 7;i'*;i/^;PA ; E'r c,~ 

CeT^^^^J^riH, 7iIJ^il/A't^H 1 N , N-v (C 

io 1 ~c 6 7;i/*;u) x;i/77 : t<^s. 75/*, (c l ~c 6 7;u 
7s;S, s> (c,~c 6 7;u + ;b) 7571, ^>v;i/75y 
c 2 ~c 7 (7;m*->^;i^#-;u) 7$7i, c,~c 6 (7jp* 
~)v) 7S7I, ^fc«t'x (c l ~c 6 7;i' + ;u^Ji/*- 
)V) 7$/Ii:i01i$nT^tfeJ;< > ^ne.cD7x c 3 
15 ~C B 'y{7 a7)l>*)im> C 3 ~~ C 8 *> t U7 )l>* ^>i>)Vm, 

^> ->77S. t h'D + yl, 7571. b'U7^tO/f;H, C, 

'~c 6 7;u*;us. c,-c,7;^*->i. c,~c 6 7;^;i'f ti, 
(c,rC,7**A) 75/1, STttev (c !~c 6 7;i/*-;io 

IftlCf^SftS C !~C 6 7;i'*;i'M#£W'2j/£#<!:-f S> C C R 5 

se>tc, ^^Bjtickn^, ±fBi!c (i) xmztizits®. 

)l*)lti1X\frZ%%l$Lftt-t%. C C R 5 ^fl^t^^iOfeil'bl 

±ffiit (I) tiMfc^te. ccR5£tft®£. 

t>'CCR5©4^rt , J.^>h*<D^M«fflflS^O^gM^ffi^P1^1-^m'l4 
30 -f&fc^. -hsEiC (I) T^$n§ft^^«C C R 5 jgm^j 
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±Eit (I) Cfc^T, R'li7ii;H. C 3 ~C 8 ->7 U7)l*)V 

5 £ i ~ 3m%-rz%mmmmmm$:i£:L. ±ier 1 7x- 

sji?. Mir? . & £.xs/%tz\$%.m&=? * i ~ 3 m^tz^wmm 

§7xzi;us, c 3 ~c 8 'y^o7j^;n. %wmmmm&. %tz\t 

*->;ug, #;ua-^;ps, c,~c 6 7;u + ^s, c 3 ~c 8 -> 
i/DTii'+iH, c 2 ~ c 6 7;u^r^;us, c t ~c 6 7;m + ->s, c, 

s7 )V*)V7-*m. c 3~c 5 7;u* U>S, C 2 ~C. 4 7^*U>^ 
+ ->S, C 1 ~C 3 7;i'*l/>->***->g, 7irM, 7i/ + yl, 
15 7HJ^tI, ^>i/)Vm. ^> v^l^+^g, ^>7-f;P75 /S. 

c 2 ~c 7 7JU*/-f c 2 ~c 7 7;un+^;u**-;i/g, c 2 ~c 7 
7 ;p # / ji> c 2 ~c 7 7;i'#/-f'Ji'7$y£, c 2 ~c 7 n 

- 7;i/*;M )vn^z^ c 4 ~c 9 n - : s>? □ 7;i/*;i/#;uA*^ ^ 

JUS. C , ~ C 6 7 )l*)l*)V*-)Vm. C 3 ~C 8 (7 
20 N - 7 x -jl^AA't-Y t^'J yy^j^-^ 

tJ^U7i?Jl'*-JH« 1 - tf o U v -;U*Jl/# it : - 

NH (C = 0) O - Tl$tl5 2 it : - N H (C = S) O-T^ 

$n^2ii, 7$;i, (c l ~c 6 7^+;u) 7$;i, £fc 

«v (c !~c 6 7;u + ;p) 75 yitlft^tlT^Tt) <kn. 
25 R l C*stt5 rc 3 ~C 8 ->^D7;i/ + ;i/Sj ttJ, #]Ate*:>7 □ 7°o 
->7d7^;K ->i7 n*>y;i^ y^DA+yJK v^n^y^ 1 
)V. £J;tfv7 □t7f;HSi'©Itt07;i' + JH5IftL, ^Off 

30 R l t*tt5, KrD^f i LTl^If, iKJt^ 1 ?. i>=kt>*/£ 
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1 0 

*/>jjk ^>7-r s^yjjk ^ >y v* v ;k ^>v*MJ7v* 

15 ft^TtRMt. 7i-JH, flziH, tDU;H, K5 l /'J^ 

r 1 fc*j*t* 7i^jh, c,-c,"»d7m;h, %m&m%m 

20 »*JR^. aDIff&i'StftL, *0J?a&**0!fc L 

R'CilltLTO rc !~C 6 7)l=¥)imi tits mX\t. 
'x^;i/> n-^a\dJU, n-7*7;K n-t>^;K n-^\+->;i/, n 
- )U* n ^ V7otfJk -f V7f;k sec-7f 
25 t e r t-7*fA, <y^>fik ^t^/fJK t e r t 

f;k ^V\+->Jk 2 - *?)V1>?-)V, 1 -xff;U7*7;l/g&£© 
C ,~C 6 ©iS«£fctt#tttt©7Jl'=lrJP« jgfcSff 
flit LTte, >fik X?-;K 7*D \£)V* <7 7otJk & £tf t e r 

t -7*^;i/£ft£a<£tf &n*. 

30 R '©l^li l/Tffl rc 3 ~C 8 ->7 D7^ + ^SJ tt, Id IB R Hi 
rc 3~c 8 ->7 d7;u*;1/Sj <z>£8i:[5]&T'& o . *o»a 
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1 1 

R'OiiStlT© rc 2 -C 6 7^^--JPSj ttt, Witf. £- 
7'JJl'. l-^n^-Jl/. 2-7f-JP, 3 - 77-;i/. 

)V- i - Ja^-h. 4-<>t~)U, 5 - ^-fexju, 4 - * 7;u - 

5 3 -^>5r::JU8fc£<DC 2 ~C , ©il«$fc 7 JUfrn^S 

R'OlMtLTO rc ,~C + t tt. MIE C , ~ C , 

R'oiHltiTffl rc l ~c 6 7;i/*;u^^Sj <hfj, MieCi- 
R 'oilItLT© rc 3 ~c 5 7;p+i/>Sj itt, flfctf, MJ 

i^^iLTfj. h'j/f i/>i, x h7>fi/>iftwif ens. 

Ifl/>t+->(-CH 2 CH 2 0-) . h'J^^l/>^ + -> (-CH 2 
20 C H 2 C H 2 O - ) , fh7^f l/>t + -> <-CH 2 CH 2 CH,CH 2 
0-) . 1, 1 - y/fMf l/>t + -> (-CH 2 C (CH 3 ) 2 0 
-) C 2 ~C 4 ©2.l7;^l/>Itt+ylt^bft5l 

> * * ■>!& 2 tf 6 n -5 . 
25 R'CiiliUTO rc,~C 3 7^+l/>yt + ySj A 
«, ^^U>v^-+-> (-OCH 2 0-) , X^|/>v^-+v (-OC 
H 2 CH 2 0-) . h'J^f l/>yt+y (-OCH 2 CH 2 CH 2 0-) , 
7" □ bf U > ~>* * * ~> ( - 0 C H 2 C H ( C H 3 ) 0-) £ fti'OC-C 
3 02^;U*l/>8£2ffl©:**->*<!:a>fcfc-5**Si*U 

£ b n -s . 
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1 2 

•fe^;K ^d/v^jk z?5>;-i)\>. ^>*y-ni/, ^\ * y -r . ^\ 

~7 $ j 4 h . -f 7 7" 5 1 'J . 3 -y^uT^y ^ 2-*3-)lZ?$; 
-i )i . tr a □ -f ;u . 4-*^"<>*y'OK 3, 

R '©iili: LTO rc 2 ~C 7 7;m + ->*;U#z:^Sj ttt. sf) 
10 jgfc^#0ij£ ITU, ^h + yAJWrjH, ih + y*j^;jH 

R'cfj^itiT© rc 2 ~c 7 7;i/^ y ^t;p^-^->sj huih 

u M;#m t L T tt 7 -fe * * -> * s ft i* tf 6 n s . 
15 r 'oiili: Lt© rc 2 ~c 7 7;M;<;P7S ;ij ta. suis 
c 2 ~c 7 7^#y<;i'»£75ysa:j&*&fc«5a*:i*u, -eojf a 

R'ci^ItLT© rc 2 ~c 7 7;u+;u*;i//\* ; E'f til, utr 

ISC 1 ~C,7;i'*;U2£a;W*t<;i/« -to 
R 1 <DW&££ LT© rc 4 ~C 9 N- v£ n 7 )V * )Ml )V it =E 4 )V 

sj ta, wec 3 ~c 8 □ 7 )i*)vmtft jvn^-i jv&tfr *>u 

*«*S9*U LTtt, N - x * □ ^ > * )V A 

25 *<;i/«. N- ->£ o^ + v^^jPA^-r ;i/S^ct*^#tf e>n-5. 

c 1 -c,7;i'*;i/*i^;i'*-;pait^6ft****f*L, *<dk m 
fs.m#mtLx\t, *?)V7.)\,*-)imts. atfmtf ens. 
R'oiliiLto rc 3 ~c 8 (7JV3*->*;i'#;:;p) y^;u 
30 Sj tu, iifec 2 ~c 7 7;H] + ->^;i/#-;i/S < i:y5 i ;i/gt^e^ 
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1 3 

r 1 v>m&mt no r^y (c,-c t 7^+^) 7$yij tit. 
antic ,~c 6 7;u+;ustctoTHift$nfc7 5 -to 

5 tt£. 

10 ±fE<0*Tt>, R 1 7i^;H, C 3 ~C 8 : s>7 OJil' + iH, 

□ + y7;l, C-CTA + JH, C , ~ C 6 7)Vtr~)Vm. 

c 1 ~c 6 7^3 + ->i > c.-c^ii'+^fts. c 3 ~c 5 7;u+u 
>s. c 2 ~c 4 7;p+i/>^- + ->s, 7;p* l^>v*+->S, 7-fe7 
15 ;ws. 7i.zjH, 75/s, (c x ~c ,7^*^) 73/ 

ADy>Sf, kh'D + yl, ->7/g, C I -C,7^ + JH. C t ~ 
C 6 7;i/n + ->S, C 3~C 5 7;i/+l/>g> y^l^>v^+->g. &<k 

tb'D + yl, 7S/I, h'J7;^O^f JH. C,~C 6 7JU*;U 
S> fcb<ttC 1 ~C 6 7^3 + ->ii:<t7Tg!l$nTHTt)i^. 

::t, ADy>gf, c 1 ~c 6 7;i'*JH. c 1 ~c 6 7;m 

25 tyltt, BfifBR 1 Cfctt* 7 C , ~ C 8 -> ? □ 7JP*JUg, 

±IBit (I) CfcHT. R 2 tt**M*, C,~C 6 7;^JH. c 2 
~C 7 7JP3*yA;^-Jl'S, tFD + ->i, itlJ7iz^lS8 
30 L, R , t*ft5C,~C,7^*JH*fctt7i-Aitt. fttiO/v 

□ y>M^> tHD + yl, C,-C 6 7i^iH, feKUC-Cs 
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1 4 

R'ttit47i-JH. c 3 ~ c 8 ->i7 □ 7;u + ^s. 
r 2 w-s c 1 ~ c 6 7;V*^ss ftity irjpioiiii 

AD^>If, C ! ~ C 6 7;i'+;Hli5 e k^C , ~C 6 7 -/lit 

±ES ( I ) t^^T, j tt 0 ~ 2 ©IS$St. j tt0T«4*^ 

15 . ±CSC' ( I) fc.*V»T, kS0~2Oi§[&iU ralJ2~4©l§ 
«r£T. k #0Tm#3 T*5*£-<D 2 -«» If o U k 

^lTm*»2T»5»^©3-ilfteDijy>, k # 1 Tm# 3 
1^03-iHE^iJy>, k*«2TmA«2Tft««^©4-lttt:^ 
U >*>, f-fcttk** 1 Tm*«4T*«»*0 3 -M'v + U-fc b*o7-t? 

20 t>^JfJUU t ^CffJKtt, k#l Tm*t2Tfc*«£0 3 

itfDUy>*J:U;k^2Tm^2TSSi^(0 4- i^hXiJy>^ 

±f5iC (I.) fcfcHT, n B:0 Sfctt 1 *£T. 

k 75* 1 T*m^2 T n 0 tSSl^ffl 3 — 7. 5 H tf □ U v > . 
25 &=ktfk *» 2 Tmis 2 Tn # 4 - (7^ F^^Jk) If ^ 

±es (i) fcfcux, R 3 «, tk^ji^, (fn^ni-s 

;US. t> L < IJC , ~C ,7A3*->SCJ:oTlllSnTHTfeJ:U 
30 1 ifc«2i©7i^JH) CioTiiSnT^TfeiUd-Cj 

7;i'*jpg£g-r. 
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1 5 

R 3 iZ 43 5 C , ~ C 6 7 ;U * tt . ft 12 R 1 \Z £ S 7 x ~ , 

IiLToy\ay>ff. c 6 7;p*;us, 4oct^c , ~c 6 7;u 
3*7gti, -eti^'nHuieR 1 l:::fctt3 7x C 3 ~C 8 ->^n7 

10 fefrTfe. R 3 tt**fl(?-*«fc^liaJft<OC 1 -Ce7;i/*;i/aT*-5 

±fBSC (I) tCfc^T, R 4 £«k.tf R s te, [WI-Sfc«^^-p T, 7k 
JKIIC^ tHDti/I, 7 x — JUS?, SfcttC.^C.TMMSa 
U R 4 *cktf r 5 n£tt-s c ,~c 6 7;^;Htt, tt*lo/\ny> 

c 1 ~c 6 7;i/n*->s, c ,~c 6 7^+;i/5 l ^g. (fitioAny 

>If. tHD + yS, C » ~C 6 7)V*)im. d~C 6 7J^^yI, 
feL<tt^>->*;U^-^->StC t fcoTffiife$nT^T ! foJ:^7xr:jl/S) . 
20 7 i7t'>I,'t>^*t">l, ^>i;;i/^- + ->^;i/7H-;i/S, c 2 
~ c 7 7;u* y . c 2 ~c 7 7;m* ->^;u^-;i,s, c 2 ~c 7 7 

J^y-fJ^+yl, Cj~C 7 7J^><^7571, C 2 ~C 7 N- 

7 ;u * )V ts jv a* ^ -f s , c , ~ c 6 7 )V * ;u 7. ;w * n ;u s . 7s;i, 
(c , ~c 6 7;i/+;u) 75;i, -7 (c,-c 6 7^*;u) 757 

(C «k 0 ^J$$n£SS£§t) «t 0 R&SftT^Tfc <fc < » &-5t,M2R 4 
30 R 4 i5«t^R 5 fc4D^^.C t ~C a 7JI/*;PS«, ml IS R 1 *5 \) -5 7 x 

c 3~c 8 77 o 7)i*)im, ^mmmmmm. * taigas 
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1 6 

>ff. c ,~c 6 7;i/=i*->S> c^c^;^^?*!, c 2 ~c 7 
5 7 )vii j -i jvm. c 2 ~c ? 7;^ + y^M^;n. c 2 ~c 7 7;p^ 
y-r;i/^- + ->s> c 2 ~c 7 7ju*/-f;u75ys. c 2 ~c 7 n - 7 ;u 
*;u*;wA^-f jps. c t ~c 6 7;P + ^7.;i/*^jus, (c,~c 
,7)V*)V) fc«ktfv? (c 1 ~c 6 7^*;w) 75/Sfi, til 

R 4 iJ«ktfR 8 t::*m*C 1 ~C 6 7^*JPS0H&S£LT©C3~C 

8 ->^d7j^m, ■fcctt/'NxDiM^t i/iiiiif', assises. * 
15 *3i>TSi*ftfcfe«)iB*T*o. *n-**irot;0!i 

R 4 &<fctfR 5 f;::fctt 30,-0 6 7i^;HOiilt LT©7i- 

20 7)\,*)vm, ^mmmmmm. £iz\tmGm<Dm&m\zmLx%.m$n 
r 4 , r *&&TS*v>m&&tmm : f- tfrzu.* r3~6jiatt^<t* 

25 ^>*>, £ c\*-*>&£#$tf fcn*. 

tKSIC^ i C 1 ~C 6 7;P + ;US* , R 4 <hR 5 ©#K$?£ 
L fr>0! t LXm tf £ Z t ifiX # £ . 

30 ±fEit (I) KfcHT, Gtt. - CO-, - S O 2 - , -CO-0-. 
-NR'-CO-, -CO-NR 7 -, -NH-CO-NH-, — N H 



WO 01/42208 PCT/JPOO/08627 

1 7 

-CS-NH-, -NR'-S0 2 -, - S O 2 - N R 7 - , -NH-C 

o-o-. sfcii-o-co-NH-ti$ti5i^gt. ::t, r 

7 tt. TkjStlK^SfcteC ,~C ,7^* JUS &£^teR 7 «R 5 
5 d Zl T > - C 0 -Wta^tf^SS, -S0 2 -IJ7JI'*IJH$ 1 

- c s -tt^**;ps|5 = ;n«fnfnti*T5. G©#i:ff Jin^ii 

tltiJ, * - N R 7 - C O - & <£ - N H - C O - N H - T"^ £ 

nsid ens. 

R 7 Kfctt* C !~C 6 7;^iH(t HQ 15 R Ml * It -5 7iUH, 

R 5 <hR 7 £^e>&£ rc 2 ~C s 7^+P>Sj 
15 fMPh U *=f-V>. *TU>tzE<DC 2 ~C 5 <7>itii£fctt#& 

UfrTh R 7 <b l/Ttt, tKSM^ ^4#tc$f S Llr»« <h LT^tf S II i 
20 ±155$ (I) Kfc^T, R 6 tt, 7i-iH, C 3 ~C 8 v^D7;U + 

fctt3Sr#««*3llStt, OHf>S. Sfctt^f off ilttigf, 
25 BSKtJR?. fcitf/SfcttSSK** 1 ~ 3 MTStS S^IK lilt 
ffi£LTi|$£££^fifcLT^T& e k< , $ £tC±sSR 6 K£tt<i>7x- 

c 3~c 8 ->i7 u7)i*frm. c 3 ~c 6 ->^o7j^zji/S > ^ 

th'D + xl, ^;i/*7*H. ->7/"g, - hoi, ft->7tM, 
7^ + JH. C-e.y^DTMiH. C 2 ~C ,7)Vtr=.)V&, C, 
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1 8 

~C 6 7JH3*vg. c 3 ~c 8 ->£ □7ju + ;u^*->s. c,~c 6 7;u 

^f-)im. 7 x - 3-7i;)^HFi, c 2 ~c 
5 T 7^*/-f;P*. c 2 ~C 7 7;i'n + ->*;i/3j?-;ps, c 2 ~c 7 7;i/* 
y f ;U/t-* ->S, c 2 ~ c 7 7ju# y -r ^7 s y c 2 ~c 7 n-7;u 

At-fM. N, N-v (C !~C 6 7;i/ + ;U) X)l7 7=t^)im. 7 

5/1, (c 1 ~c 6 7;i/+;u) 7$;i, s? (c,~c 6 7^* 
10 )V) 7>/i, ^>^JP7S/I, c 2 ~c 7 (7;m + ->*;i'^n 
» 75yg, c,~c 6 (7^*;u^;i/*-;i/) 7S/I, sfctt. 

t'X (C^CJA^W^) 7i/SCJ:DilSSnTUT 

R 6 C 3~C 8 's? u7)l*)Vm. ^fDg^i LTl$gf, 

15 SSJtJR?, *J:^/*fc'«S#JR?* 1 - 3fflWT«**«ia*iS**s 
«fctf*6£Sltt» KIER 1 i:«l/TS**ftfc*0iPlllT»O. fnf 

RMc&tt-g. rc 3 ~c 8 u7 jutr-jumj tit. ~>?n 

ZfT-Jl- 9 U Kyy--)V, 'y 9 U^\^-±~)V, > 9 U A ~f y- - ^ , 
20 &<ktf->7 □ T--^«tt£»tt7;P^r-^S**flcU, 

25 5 dt#Tt«. 

R 6 7 x C 3 ~C 8 y^D7^*M. C 3 ~C 8 ^7 

<h Lt©Any>If C 1 ~C 6 7;i' + JH, C 2 ~ C 6 7^^rx;i/g, 
C 1 ~C 6 7;m*->S, C t ~C jJJl' + ^f ^I, C!~C 3 7J^U 

30 >i?t+yi, c 2 ~ c 7 7;i<# y -f c 2 ~ c 7 7;m* 
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1 9 

/a. c 2 ~c 7 n -7 frrtt'f c 1 -c,7*m;i' 
*n;i,a, 7$/l, fc«fctfv (c,~c 6 

7ju*;m 75/itt. SuieR 1 y i-Ji'S, c 3 ~c 8 ->?d 

7»*7US. 3£#8i«3SSIlS. £fctt«£SS©H&aK:HLTJ£*Sn 
*« 1? # £ . 

R 6 OiftSt UTCDC 3 ~C 8 ->^o 7 7U + 7US&. BtlHR Uc&tt 
5 C 3~C 8 □7JP + ;i'Si:Hlt£«Sftfc ! b©tHllTfe 0 , 

i? mfcM&M t LT(i, □ 7° a ~>m> : s 2 u^>3-)V** 

R 8 ©ij|IiLt?) r N , N-v (C 1 ~C 6 7;i/^;P) 7f-77t 
15 -fJUSj tit, ft-$itz\Z&t!:^tz 2 OOfljgeC r ~C 6 7)V*)\,m\Z 

tt, W&tf'. N , N- y/f;PX;P77 : t<M. N, N-yl?;^ 
7P7 7t<M. N-Xf ^-N-^f;i/7A7 7 * < JUS ft 

20 R 6 0ij||iLTo rc 2 ~c 7 (7;m* v# 75/ 

7571, (x h*->*;u#-;u) 7$7S^t'^$tf*ct^ 

25 R 6 (Dli5liH© rc,~C 6 (7 )V*)V7>)l*-)V) 757IJ 
ButeC 1 ~C 6 77l' + 7l'7 > ;P*x;i/St75yS<i:^6.^-SS?r 
SSfcL. fOJf il&JUfc^Ji: l/TU. ( * ^71/7. 7571ft 

R { OlMtLtro rt'7, (C ,~C 6 77l/*7l/7,7P*r:;t,) 75/ 
30 gj t\t, R-*fcttftfco Jfc 2 OOlftfEC , ~C 6 7 )l*)V7,)Vts- 
7USH«t o TlB^$n/i7 5 / SSig^L, *OJfiiS:**«iHtt. 
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2 0 

tefrx-h. R 6 i:^(j^7i-;H« c 3 ~c 8 □ 7;i/*;pg. c 
3 ~c 8 oz^y^^S. *c>$>;u*. 

5 g, c,~c 6 7;i/=ir;H, c,-c 6 7;^ + yi. 7i-jh, 7i 
U7)i/tD/?jn 1 c,~c 6 7;p*;h« 0,-0,7^3*^1. 

10 R 6 ££#5 7iUH. C 3 - C 8 ->7 O 7^*Jl/g. C 3 

7571. hU7i^D^f;H. C 1 ~C 6 7JP*;U«, 0,-06.7 

^3 + ->i, c 1 ~c 6 7^*;i'5 : ti. -(c !-c t 7^*;p) 7 

15 $71, (C ,~C 6 77U*;P) 75 / S !C J: o T fi & £ n T 

R 6 (3*5 tt5 7 iZJH, C 3 ~C,yi?D7J^M, C 3 ~ C 8 <> 7 

20 3*->s, c , ~c 6 7;u*7U?^-s, (c 6 7;u*;u) 75 
/a, (0,-0,7;^^) 7571a. misr 1 c:&tt<5 7 

i^;H. C 3 ~C 8 ->7 D7^*;H. 5fM1tfii5gg, *£tt8fc 

25 ±sBit (I) T«Sn*{l:fcfc, *<B*¥ttKtte$nsK{jjD#.. 
ffa*fc«*¥WCMSn*£fc*cfctf/Sfctt#Ra£ i t> l:El 

la^^i-rs :ic±ot. *%w<dc c r 5 m #> 
/sfcttH 1 vtf&ffimM±<oc c r 5 ce^r* z. t zmntzmm, 
30 *5^«c c r 5 0 u n y f <DmMM!&^o£.wttftm £ is grafts 
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2 1 

u< tectum t*z z. twetz. 

■*&fc-fe±K3t (I) Tl5tl^I«7S *-©3l¥Wi::flF 

«sn5K^jn«iff. *fctt*oi*«i:«p$sn5c l -c,7^ + 

10 ;nfa U K >tt£©tt£»l ; 7;P^>if± h'JOA, ^^tK^^- hUO 
15 h U 7tf >4i*Oj"Jt U >x^f JPS. i^/-J^i'07f3- 

25 t (3«t o Tftiaftsn*. 

* > t y hi us w x * x ; u is. a <d % { t m £ m t> x a * o # ft c £ o r 

30 Stl5. 
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2 2 

tt-ton^wcifsesti^ c i~c ,7;u*;n*jofc©a5*tt. &g 

5 IS^A-AifcO 1~5 0 0 mg/BT*5. 

±E« (I) Oi8tt75>«#flcOffa<c*#«tLT. TIE© T a 
blel. 1-1. 2 2 1 \Z7jk2 tlZ>&m%kmZt^tZ>lt£®*mvf 

Tab lei. 1-1. 2 2 iC*l>T, fTab 1 ej f|j 
10 £jgi*L» rcompd. No. J IS r ft igj # j r c h 
i r a 1 i t yj (J rifeftlfigj £S«*T*. Fc h 1 r a 1 i t y 

($feMgE«) j tit. sitt7s >©s*±©*3&&©ii6*rsE{f £S*-r 

*. I" R J «, I*tt75 >©!R±©**Fi**M : ?a*R©*ft2*EllS'&'P 

it, rsj tt* **&*«?#s©l82*E«*fc'3;i£, r-j «^ 

llf * tz fc H n t 5 .• 
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2 3 



Table 1.1 



C N m o Pd ' R^ {CH2) r k m n chirality 



1 c*-£ >ch 2 - 1 2 0 



2 cm£ >CH 2 - 1 2 0 



3 ct-\J~ ch 2 - 1 2 0 



CH 2 - 1 2 0 



5 a-\ j>-CH 2 - 12 0 S 



6 c\-\ >-CH 2 - 12 0 S 



7 cm£ >-Ch 2 - 12 0 S 



8 Ch-( )-CH 2 - 12 0 S 



9 Cm(> 



CH 2 - 12 0 S 



10 Cf-^HCH 2 - 12 0 S 

11 ci-^^--ch 2 - 1 2 0 . S 



H 



H 



H 



H 



H 



H 



H 



H 



"(CH 2 )i(CH 2 ^G-R6 
Fr 



CH 3 



-CH ? 



-CH : 



O / 



O _y CF 3 



-CH, 



-CH 2 -N-C 



P F 3 



CF 3 



P 3 C 



O / 
O P 



-CH 2 - 



OCH 3 



-CH 2 



PCH 3 



-CH 2 -^-£^OCH 3 
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2 4 

Table 1.2 



C No Pd ' R3^" (CH2)r k m n chiralit y ' R 3 ~(CH 2 )^(CH 2 )q-G-R 6 

H 



12 Ci-\ >CH 2 - 12 0 S 



13 Ct-C >-CH 2 - 12 0 S 



18 ci-\ >-CH 2 - 1 2 0 S H 



o ° CH 3 



-CH rtf C-0 



OCH, 



-CHj-N-C 



O , CH > 



14 CM^>-CH 2 - 1 2 0 S H _ CH * c f-{ 



2 H W 



15 CI-^J-CH,- 1 2 0 S H _ CH2 _^S-Q-C. 



16 CK y-CHa" 12 0 S H _cH 2 -N-C-£yOCH 3 

O Cl 



17 Ct_ 0- CH 2 _ 1 2 0 S H -CH 2 -N-C-h^ 

CI 



H \=< 



O CN 



-CH 2 -N-C 



19 C^Q-CH 2 - 1 2 0 S H _ CH2 .^?^p, 

20 cm(>ch 2 - 1 2 0 S h -CHrjfS^T 

— 9 

21 Ch{jHCH 2 - 1 2 0 S H -CH 2 -N-C-^-CF 3 

F 

/-\ 0 W CF3 

22 a-\J-CH t - 1 2 o S H - C h 2 -n-c-0 
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Table 1.4 



2 6 



-(CH-jJp-RCH^G-R 6 
R 5 



34 O-Q-ch,- 1 2 0 R H -ch ? -^?Y1 



OCH 3 



H \=/ 



35 Ch-\ >-CH 2 - 12 0 R 



36 Ch-< >-ch 2 - 12 0 R 



O / J 

-CH 2 -^C--(VoCH 3 



OCH 3 

„ _>-< 

OCT 3 



OCH 3 



37 ct H > CH 2- 12 0 R h 



-CH 2 -|*C^Q 



38 ct-4 >-ch 2 - 12 0 R 



o- ch 3 

-CH 2 -N-C-Q . 



39 a-\ )-ch 2 - 12 0 R 



40. CH\ >~CH 2 - 12 0 R 



-CH 2 -N-C 



OCH 3 



41 cm(> 



ch 2 - 12 0 R 



-CH 2 -N-C-f 




CI 



H v=< 



CI 



42 a-l >-CH 2 - 12 0 R 



CN 



- CH '-tf c -w 



43 ci-< >-ch 2 - 1 2 0 R 



H 



-CH 2 -N-C-^^0 



44 ci--^>-CH 2 - 1 2 0 R 



-CH 



r »C-Q-CF, 
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2 8 

Table 1.6 



r1 ~'" ~ ~* " " d4 

Co ™P d - 2^(CH 2 ) r « m n chirality ■ > "(CH 2 )p-j-(CH 2 )q-G-R 6 



64 Ci-C ycH 2 - 12 0 R 



65 Ch-4 >-CH 2 - 1 2 0 R H 



66 Ch-4 >-CH 2 - 12 0 R 



No. R 

56 CK^-CH 2 - 1 2 0 R H -CH^C-^} 

H 3 C 
H 3 C 

57 chQ-ch 2 - 1 2 0 R h * ^ C h 2 -n.c-^ 

58 CmQ-ch 2 - 1 2 0 R H -ch 2 -^ch(3 

59 <^0~ CHr 1 2 0 R H « CH2 -^J^Q- Br 



. o 

60 C)-\J-CH r 12 0 R H -CH 2 -N»C 



o 

61 cl ^O~ CH 2- 1 2 0 R H « CH2 _n.chQhcf 3 



62' Ch-^J^CH 2 - 12 0 R . H _ C h 2 _£ C ^J_ C h 3 

o 

63 CH-\^)-CH 2 - 1 2 0 R H -CH 2 -NhC-^-CH 2 CH 3 



o 

-CH 2 -N-CH^^-CN 



-CH 2 -N-C 
H 




O 
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Table 1.7 
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Table 1.8 



r R 1 fl 4 

Nto Pd * R 2^ (CH2) r Ic m n chirality R 3 -(^^(CH^G-R 6 

H 

78 CH-^^CH 2 - 1 2 0 R H - C H 2 -*c-^~5-F 



7 9 CH A >-CH 2 - 12 0 R 



80 >-CH 2 - 1 2 0 R h 



81 ChH \ >" CH 2" 1 2 0 R h 



82 C(-hT x >-CH 2 - 12 0 - -ch 



3 



86 a-i )-ch 2 - 1 2 0 



H >=/ 
F 



-CH 2 -N-CHpHCF 3 
F 3 C 

O , C 
-CH 2 -£ChQ 

F 3 C 

? W CH3 
-CH 2 -^C-^^-CH 



O / CF 3 



P-3 



83 C^H^JHCH 2 - 1 2 0 R H -CH^S-^ 0 ' 



84 /~ch 2 - 12 0 R • H _ C h 2 .^Eh^JHno 3 



85 CmQ~CH 2 - 1 2 0 h -(CHA-n-C-^S 



H \=/ 



H -(CH 2 ) 2 -N"CH^^~NiO 
87 o-< >-CH 2 - 1 2 0 S H ~(CH 2 ) 2 - 



■f A F ' 



88 CI-Q-CH,- 1 2 0 S H -<CH 2 ) 2 -N-C-^3 

F 3 C 
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Table 1.9 



C °No Pd " R2>~ (CH2) r k m n chirality > - (C h 2) _^_ (CH2) _ g _ r 6 



89 ct-C >-ch 2 - 1 2 0 S h 



90 ci-< >-ch 2 - 12 0 S 



91 ct-i >-ch 2 - 12 0 S 



93 ci-< hen,- 12 0 S 



95 ct-i )-CH 2 - 12 0 S 



97 ct-i >-CH 2 - 12 0 S 



~(CH 2 ) 2 -N-C-(3 



o / 
-(CH 2 ) 2 -N-C-Q 



O P 
-(CH 2 ) 2 -N-CH^-CI 



92 O-i )~CH 2 - 1 2 0 S H « 

"(CH^-N-C-^J 



OCH 3 



OCH 3 

(CH 2 ) 2 -N-CH^ V-OCH 3 



94 Ch^y-CHj- 12 0S H -<CH 2 ) 2 -NhC-Q> 



OCH 3 



-(CH 2 ) 2 - 



CH 

96 C mQ-CH 2 - 12 0S H -Wta-N-O-Cj 3 



H • - (C h 2 ) 2 -N-C-Qkci 

98 CmQ-CH,- 12 0 S H - (CH2)2 .^?_Q_ OCHj 

99 CI-(3- CH 2" 12 0S H - (C H 2)r N-c-^ 
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Table 1.1 1) 



k m n chirality R 3 



f? 4 



100 O-i )~CH,- 12 0 S 



H 



"(CH ? ) ? - 



101 CK /-CH 2 - 12 0 S 



H 



-(CH 2 ) 2 



0 



102 Ot-^^-CH 2 - 12 0 S 



H 



R C? 



-(CH 2 ) 2 



103 c.-\ >ch 2 - 12 0 S 



104 cK >CH,- 12 0 S 



H 



H 



-(CH 2 ) 2 - N- C-^y~ CF : 
F 



105 CI-C/-CHJ- 12 0 S 



"(CHj) 2 -N-C-Q 



106 



CH 2 - 12 0 S 



107 . a-i )-CH 2 - 12 0 S 



H 



OCF 



(CH,),-N-C-Q 



-(CH 2 )v 



108 CK )-CH,- 12 0 S 



H 



-(CHjb-N-C-^) 
O-.N 



109 Ch-( >-CH,- 12 0 S. 



H 



■I.CH,),- 



C , N0 > 



110 ChH^-cHj- 12 0 S 



- (CH 2 ) 2 - Nh C^f^jH NG 2 
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Table 1.11 



C0 No d ' R^ (CH2) r k m n chira,i, V R 3 "(CHa^CH^G-RS 

' R 

111 Ct-^_y-CH 2 - 12 0 R H -(CH 2 )j-N-C-^3 

CF 3 



112 ci-i i-CH,- 12 0 R h 



-(CH 2 ) 2 -N-C-^ 

113 cmQ-ch,- 1 2 0 R h _ (CH2)2 _^_^ Br 

114 CmQkch,- 1 2 0 R h - (C h 2)2 -n-?-^ F 

115 CmQk C h 2 - 1 2 0. .R H . (CH2h .J c ^_ a 

116 0-<>CH 2 - 1 2 0 R H _ (CH2)2 . fr ^° CH3 

117 o\J-Wr 1 2 0 R h - ( ch 2)2 -n-c^-och 3 

OCH 3 



119 Ct-\ >-CH 2 - 1 2 0 R H 



6 > 

118 Cb^)>-CH 2 - 1 2 0 R H -(CH 2 ) 2 -Nj-C-^> 



"(CH 2 ) 2 - 



0 r-( 

CH 

120 CMQ-CH 2 - 1 2 0 R h -(CH^Lf^ 3 



OCH 3 
PP 3 



H \=/ 



121 C mQ-CH 2 - 1 2 0 R H -(CH^-ltC-fVci 



H \=/ 
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Table 1.1 2 



_ D 6 



122 Ct-\ >-CH 2 - 12 0 R h 



123 ci-( >-ch,- 12 0 R 



124 c\-i )-CH 2 - 1 2 0 R 



131 CI-6 >-CH 2 - 1.2 0 R 



-(CH 2 ) 2 -N-C-^^-OCH a 



CI 



o - CN 



"(CHaJj-N-C-^ 



II ^ ^ ' 



125 C^>CH 2 - 1 2 0 R H - ( CH 2)i -N-C-£fo 



126 a-<>CH 2 - 1 2 0 . R H -(CH 2)2 -N-^ CF3 



o 



127 ci-Qk C h 2 - 1 2 0 R h -(CH 2 ) 2 -n-c-^-cf 3 

. F 

128 Cl-\_y-CH 2 - 1 2 0 . R H . "(CH 2 ) 2 -N-C-Q 

F 



129 d-Q-CH 2 - 1 2 0 R H -(CH 2 ) 2 -N-C-^0 



F 



130 cmQhch 2 - 1 2 0 R h - ( ch 2)2 -^?^ 



,OCF 3 



-(CH a ) 2 -N-C-^-F 
O 



132 CI-Q-CH 2 - 1 2 0 R H "(CH 2 ) 2 -N-C-^) 
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Table 1.13 



C No Pd ' r^" (CH2) *~ k m ° Chiralit y R3 "(CH^CC^^G-R 6 



134 cv-i yCHf 12 0 R 



138 Ci-i )-ch 2 - 12 0 R 



141 a-\ }-CH 2 - 12 0 R 



O , NO * 



133 Ci-i )-CH 2 - 1 2 0 R h _ (CHj)2 .^^_M 



H 



0 

135 ct-i >-ch 2 - 1 2 0 R h -(CHzk 



u 

-(CH 2 ) 2 -N-C-Q-NOj 



Br 

o 

136 f~CH r 1 2 0 R H -(Ch^-^c-h^ 

F 

137 cK\ >"CH 2 - 12 0 R . h -< CH 2>2-J^^3 

CI 

CI CI 



-(CH 2 ) 2 - 

O 

139 CH-<\ />-CH 2 - 12 0 R H -(CH 2 ) 2 -N-C-Q-CI 

CI 

o 

140 0-< /^CH 2 - 12 0 R H HCH 2 ) 2 -N-C-^ 



H 3 C 
H 3 CO 

-(CH 2 ) 2 - 



H3CO 



H3CO 

CI 



142 C^(>CH 2 - 1 2 0 R H -CO«rJ*?-<3 



143 CK : CH 2 - 1 2 0 R H _ (C „ 2)a _»£_Q_ Bf 
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Table 1.1 4 

C No Pd ' r^ (CH2) T k m n ,<=hirality R> ^CHg Ach^G-R' 

' R 5 

144 Cl^C>CHa- 1 2 0 R H .^.j, £hQk-Q 



147 Ct-i >-CHs- 12 0 R H 



152 Ch\ >-CH r 12 0 R 



O 



145 CHH^-CH 2 - 1 2 0 R H -<qH*-»C-TW, 



H \=/ 



146 CH(>CH r 1 2 0 R h -W^-J^CS-ch, 



-(CH 2 ) 2 - N- C-<Q)-CH 2 CH 3 



148 CM(>CH 2 - 12 0 R . H -(CH 2 ) 2 -»i/~ycN 




149 Ch-< x ]tch 2 - 1 2 OR h ? ' 

-(CH 2 ) 2 -N-C 
H 

150 ChhQ-ch 2 - 1 2 o' R h .py^^^P 



O F 



151 Jhch 2 - 12 0 R H -(CH^-N-c-f 

f' 



o F 



-(CH 2)2 -^a^ 

153 Ch-^^-CHj- r 2 0 R H -(CH 2 ) 2 -N-C 



F 

H )=/. 
F 



O F 



154 CmQkch,- 1 2 0 R h -(CH a)r t*c-rS 
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Table 1.1 S 



C °No P<i ' R^ CH2) i~ k m n chira,i{ y R 3 -(CH 2 )X(CH 2 )5-G-R 6 



155 ci-Q-ch 2 - 12 0 R h -(CH 2 )j-N-c-^y 



158 a-i )-ch 2 - .12 0 R h 



162 ch( >-ch 2 - 12 0 R 



165 C\-\ >CH 2 - 1 2 0 R H 



O 

OCH 3 

H 3 cd ' 



156 Cl-4 ,>CH 2 - 1 2 0 R H -<r^-Ji-f 



-(CH 2 ) 2 -t+C-Q-OCF 3 
157 CI-H^-CH 2 - 1 2 0 R H -(CH 2 )j-N-Ch£3> 



-(CHjfc-N-C-Q- C0 2 CH 3 



O 

159, CHhQ-CHj- 12 0 R H -(CH^-N-C-Qh-F 

F 3 C 

160 Cl-(~}-CH 2 - 1 2 0 R H 

F 3 C 

— o \_f 

161 0-Q-CH 2 - 1 2 O R H - {CHj)2 _N.a^Q 



F 

F ' 



s -if£-0- f 

F 

163 Cr-Q-CH 2 - 1 2 0 R h -(CH 2 ) 2 -n»c-^~c 



o 

-(CH^-ffCK >-F 
F 

O 

_ "CF 3 

164 C(-(~)-CH 2 - 1 2 0 R H "(Ch 2 ) 2 -n-c-0 

F 3 C 

CH, 



-(CH 2 ) 2 -N-C-^-CH 3 
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Table 1.17 



Co N m o pd ' R^ (CH2) *~ k m n chiralit y 



_ ^ 

iCH 2 ) r f 7 (CH 2 )^G-R 6 
R 5 



177 ci 



178 Ci 



179 c; 



180 0 



181 Ci 



182 c; 



ch 2 - 12 0 R 



ch 2 - 12 0 R 



CH 2 - 12 0 R 



CH 2 - 12 0 R 



CH 2 - 12 0 R 



CH 2 - 12 0 R 



H 



H 



H 



H 



H 



H 



-CH-J^C^^-Cl 



CH-, 



CH 3 F 

-CH-Nj-C^^-Cl 
CH 3 

CH 3 . 

-CH-M-C-^J) 
CH 3 



O , CF 3 



CH 3 O 

' H \=/ 
CH 3 



183 c 



184 Ci 



185 c 



186 Ci 



187 Ci 



CH 2 - 12 0 R 



CH 2 - 12 0 R 



CH 2 - 12 0 R 



CH 2 - 12 0 R 



CH 2 - 12 0 R 



H 



H 



H 



H 



CH 3 O , Bf 

-CH-NKC^3 
CH 3 ~ 



CH 3 O 



? ^ 
-CH-N-C-^3 
CH 3 

CH 3 O / D 
-OH-N- C~^^- CI 
CH 3 



o ?*> 



9«> 9 
-CH-r.c- 

CH 3 p 



-CH-N-C-/~Va 
CH 3 " 
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Table 1.18 



Compd. R V (CH2 ) k m n chiralily 
No. Pr 



R 3 



-(CH 2 J-( 



-(CH 2 ) r H(CH 2 ) r G-R s 



188 Ci-4>-CH 2 - 12 0 R 



CH 3 



189 Ci 



190 Ci 



CH 2 - 12 0 R 



CH 2 - 12 0 R 



H 



H 



?H 3 p 
-<pH-N-G 

CH 3 

P 

-CH-N-C- 



NO 2 



CP 2 



191 ci-( )-ch 2 - 12 0 R 



192 Ci 



CH 2 - 12 0 R 



193 >-CH 2 - 12 0 R 



194 C 



195 C 



196 . ci 



ch,- 12 0 R 



ch,- 12 0 R 



CH 2 - 12 0 R 



H 



(a P 

— CH-N-C- 

<* a -g 



-CH-N-j-^J 



-CH-N-c-f 7-a 

I H _ W 



CH; 



P W" 

-CH-N-C-f J 



— CH-N-C- 



CH 



^3 



CI 



197 ci-£}-ch 2 - 12 0 R 

198 0-Q- CH a- 12 0 R 



H 



P 

— CH-N-O 

i H ^ 



> 



-CH-N-C-f > 



CF, 



CH; 



WO 01/42208 



PCT/JP00/08627 



4 1 



Table 1.19 



Compd. R V (CH ) 
No. R 2/ 21 



k m n chirality R 3 



r 



-oS 



"(CH 2 ) F r-(CH 2 ) r G-R 
R s 



199 ci 



12 0 R 



200 O-i }~CH t - 12 0 R 



201 CI— 4 }~CH 2 - 12 0 R 



202 a-C )-CH 2 - 12 0 R 



203 Ci 



CH 2 - 12 0 R 



204 a-( }-CH 2 - 12 0 R 



205 Ct-C >-CH 2 - 12 0 R 



206 ci 



CH 2 - 12 0 R 



207 a-(~}-CH 2 - 12 0 R 



208 O-i >-CH 2 - 12 0 R 



209 c, -0~ CHr 1 2 0 R 



H 



H 



H 



H 



H 



CH 2 - 



CF, 
(S) P W 

CH 2 - 



(S) ? 
(S) P 

_ NO, 

(St P W 

CH, 



is 9 



r! 



J H ^ 

o 



Br 



O 



9 

-CH-M-C 

CH 5 

O 
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Table 1.2K5 



Co N ^ pd - pa>(CH 2 ) r k m n chirality R 3 



R 5 



210 CK j»-CH 2 - 12 0 R 



211 CH-< >-ch 2 - 12 0. R 



212 CK >-ch 2 - 12 0 R 



213 CK >-CH 2 - 12 0 R 



H 



H 



O 

(5) f? « 

(CH 2 )2"f-CH 3 
O 

-CH-N-C-f > 

( &l 3)2-J- CH i 
O 



214 ci-C >-CH 2 - 1 2 0 



H 



-(CH 2 ) 3 -C-^3 



215 CI-( >-CH 2 - 1 2 0 



H 



-(CH 2 ) 3 -C-/~\-OCH 3 



216 O-Q-CHj- 1 2 0 



217 C\-\)-CH 2 - 1 2 0 



218 0-^^-CH 2 - 



1 2 0 



H 



H 



0 P CH > 
-(CH 2 ) 2 -C-Q 
H 3 CO 

-(CH 2 ) 2 -C-^-CH 3 
H 3 C 



219 ci-\ >-CH 2 - 1 2 0 



H 



-(CH 2 J 2 -C-f VQCH 3 



220 Ci-< >CH 2 - 1 2 0 



H 



-(ch 2 ) 2 -chQkch 3 
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Table 1.21 



Compd. R \- (CH2)r k m n chirality 
No. Pr 



-(CH 2 Jf-( 



"(C^^CH^G-R 6 
R 5 



221 o-\ )~ CH 2- 1 2 0 



H 



-(ch 2 )j-chQ 



222 Ci-i >-CH 2 - 1 2 0 



H 



-(CH 2 ) 2 -C-< VCl 



223 Ci-< >-CH 2 - 1 2 0 



H -(CH,) r CH^-G(CHj) 3 CKj 



224 Ci-< y-CHt- 1 2 0 



H 



-CH 2 -S-( J-CH 3 

o 



225 Ct-i }~CH 2 - 1 2.0 



H 



o 

-(CH 2 ),-C- 



226 Ch-( )-CH 2 - 1 2 0 



227 o-( >-ch 2 - 1 2 0 



H 



O P CH 3 

-(CH 2 ) 3 -C- 



-(CH 2 ) 3 - 



228 CK )-CH 2 - 1 2 0 



H 



-(CH 2 ) 3 -C-N-^ /)-OCH 3 



229 ct-\ )-ch 2 - 1 2 0 



H 



• CH j-C - CH,- C- N-{/- CHj 
CHj H W 



230 CK >-CH 2 - 1 2 0 



231 Ci-C >CH 2 - 1 2 0 



H 



-CH^CH 2 -C-N-\J^F 



^n 2 „ ,v 



p 

-(CH 2 ) 3 -C- 



o 

C-CH 3 



WO 01/42208 



PCT/JPOO/08627 




WO 01/42208 



PCT/JPOO/08627 



4 & 

Table 1.2 3 



C X Pd ' R2V( CH 2)r k m n chirality R 3 "(CH^fCH^G-R 6 



243 



244 



247 



248 



249 



250 




_ R a 

CH 2 - 1 2 0 S H t , £ 



_CH 2 -N-C^C5 



245 /V^-u 1 2 0 S H 



246 



251 f-i >-CH 2 - 1 2 0 S 



252 H 3 C0-^^-CH 2 - 1 2 0 S 



253 h 3 c-< )-CH r 1 2 0 S 



H 



P 



CH 2 - . — CH 2 -N-D 

^>CHr 1 2 0 S- H -CH^C^ 

c^>ch 2 - 1 2 0. .S h _ CH2 _^^ CF3 

"'^CH,- 1 2 0 S H _ CH ^_£f 3 

^CH,- 1 2 0 S H -C^J^ 3 

H 3 C^_ _ j _^CF 3 



<>CH 2 - 1 2 0 S H -CH^L^ 

_ C H 2 -N-?-^ 



-CHj-N-C- 
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Table 1.2 6 



Compd. R V (CH2) ._ k m n chirality 
No. Rr 



-(CH 2 )i( 



"(CHs^CH^G-R 6 
R 




276 F^>CH f 1 2 0 S 



277 



CH 2 - 1 2 0 S 



-CH 2 -N-CHf > 



H W 

,CF 3 



-CH 2 -N-C-f J 



H V=/ 



278 h 3 co 2 c-0- ch *- 12 0 S 



-CH 2 -N-C-Q 



279 F 3 CO~Q-CH 2 - 12 0 S 



H 



-CH^NJ-C-^J 



280 . 



F 3 CC( 

Q-CH 2 - 



12 0 S 



281 H0 2 ChQkch 2 - 12 0 S 



-CH 2 -M-C 



,CF, 



282 (H 3 c) 3 c-( V<* 2 - 12 0 S 



9 



283 



284 



-ch 2 - 12 0 S 



CH 3 



12 0 S 



_ CH2 _^ C ^J 
-CH^M-C-^J 



285 0" CHi " 12 0 R 



-CHj-N-O 



,CFa 



286 




CH 2 - 



12 0 R 
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Table 1.28 



°nT' £x cH >>r 



km n . chirality R 3 



"(CH 2 )^(CH 2 )5-G-R 6 



298 H 3 CCK >-ch 2 - 12 0 R 



H 



—CH 2 -N-0 



PP3 



299 H 3 C-{ >-CH r 12 0 R 



H 



-CH 2 -N-C-^J 



,N0 2 

300 ch-TW 1 2 0 R 



H 



i? 



0 2 N 

301 ^. bH2 _ 1 2 0 R- 



-CH2 



302 0 2 n-Q-CH 2 - 12 0 R 



303 



CH 2 - 



12 0 R 



H 



-CH^N-C-^J 
P 



P F 3 



-CH 2 -^C- w 



304 O - ?" - 12 0 R 

C0 2 CH 2 CH 3 



H 



-CHf-N-C- w 



305 



306 



CH 3 



CI 




12 0 R 



CH 2 - 12 0 R 



H 



-CH 2 -N-0 



PP3 



-CH 2 -N-0 



307 F 3 C-^~)~CH 2 - 12 0 R 



H 



-CH.-N-C-Q 



308 



12 0 R 



H 



-CH 2 -N-C- 
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Table 1.2 9 



Compd. R V(CH 2 )- k m n chirality 
No. Fr 



-(CH 2 ) F f-( l 



_ D 6 



"(CHsJp-h-fCH^G-R 
R s 



309 



312 



317 



319 




CH 2 - 



12 0 R 



311 Br-4J-CH 2 - 1 2 0 R 



S^~)-CH 2 - 



OCH 3 



313 



CH 2 - 



314 h,c-c- pM^-CH r 



12 0 R 



12 0 R 



12 0 R 



315 h 2 C-^-(~)-ch 2 - 12 0 R 

O 

H 3 C0 2 C 

316 Q-CH 2 - 1 2 0 R 




CH 2 - 1 2 0 R 



318 • HO-^^-CH 2 - 12 0 R 



CH 2 - 



1 2 0 R 



H 



H 



H 



H 



H 



H 



H 



-CH 2 -N-C-^J 



9 



-CH 2 -NhO 



_ P H 2 -N-?-H^ 



P 



-CH 2 -N-C- 

H \=/ 



- CH 2-£- C ~0 



PF 3 



WO 01/42208 



PCT/JP00/08627 



5 2 



Table 1.3 0 



Compd. R V(CH 2 ) r 
No. R 2 ^ 2,1 



k m n chirality R 3 



-(CH 2 bt(i 



-(C^J^f-CCH^G-R 6 
R 



320 



329 




CH 2 - 



1 2 0 R H -CHfJLrt 



321 no-4 i-CH 2 - 12 0 R 




322 f -0-ch,- 1 2 0 R 



323 O - ^" 0 " 8 " 120 R 



324 h,00jC-^^-cHj- 1 .2 0 R 



325 F,ccH i-CHj- 12 0 R 



F 3 CO 

326 ^. CH2 . 1 2 0 R 



327 H0 2 C-\_)-CH 2 - 12 0 R 



328 (h 3 q,c-4 >-ch 2 - 12 0 R 



:h 3 



-CH 2 - 12 0 R 



CH 3 



330 ct-C )-ch 2 - 0 3 1 



H 



H 



H 



H 



H 



H 



H 



H \=/ 



_ C „ 2 _N- C _Q 



-CH 2 -N-0 



-CH 2 -N-C-^> 



.CF, 



-CH 2 -I 



-CHj-N-C- 



P F 3 



9 ^ CFi 

-CHj-^CH^ 



-CH 2 -N-C- 



-CH 2 -N-C 



.CF, 



.CF, 



H \=/ 
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Table 1.3 2 



Compd. R V_ (CH2 ) k m n chirality 
No. 



"(CH 2 )p-f-(CH 2 ) T G-R 
R 



342 Ct-i >-CH,- 0 3 1 



CH, O 



H _ch-N-C-^ 



343 ct-i /-CHj- 0 3 1 



-CH-N-C 
I H 
CH(CH 3 ) 2 



344 c^-i/-CH 2 - 0 3 1 



-CH-M-C-^^ 
CH 2 CH(CH3) 2 



345 cmQ- 



CH,- 0 3 1 



346 Ci-( >-CH 2 - 0 3 1 



H 



"(CH 2 ) 2 -C-f >-OCH 3 



347 Ci-( >-CH 2 -. 0 3 1 



-(CH 2 ) 2 -C-^3-CH 3 
H 3 C 



348 Cl-{~)-CH 2 - 0 3 1 



o 

H _ (CH2)2 _c-^J-CH3 



349 Cl-4 V-CH 2 - 0 3 1 



-CH 2 -S-(_?-CH 3 

o 



350 O-i )-CH 2 - 0 3 1 



u 

H -CH 2 -N-S-Q-CH 3 



351 ci-^-CH 2 - 0 3 1 



-CH 2 -N-C-0-CH 2 



352 ci-Q-CH 2 - 0 3 1' 



H 



-ct+oc- 

CH 3 H 



CI 
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Table 1.3 4 



R 1 

Compd. "-S-jcHaJr- k m n chirality 
No. R 



R 3 



8 )p¥r( 



-D6 



-(CH 2 )p-f-(CH 2 )q-G-R 
R 5 



364 Ct-Q-CH 2 - 1 3 0 



365 CY-\~ )-ch 2 - 1 3 0 



g .OCM, 
-<CH 2 ) 2 -C- 
H 3 CO 

-(CH 2 ) 2 -C-^-CH 3 
H 3 C 



366 Cl-< )-CH 2 - 1 3 0 



H 



-(CHjfe-C-f VOCH 



367 Ch-( )-CH 2 - 1 3 0 



H 



-(CHjfe-C-f VCH 3 



368 CK )-CH 2 - 1 3 0 



H 



-(CHah-C 



369 CK )-CH 2 - 1 3 0 



H -(CH^-C-Q-CI 



370 Ct-Q-CH 2 - 1 3 0 



H 



p 

-(CH 2 ) 2 -C 



CXCH^CH, 



371 Ci-< )-CH 2 - 1 3 0 



H "(CH 2 ) 2 -C-(Q(-S-CH 



372 • O-i )-CH 2 - 1 3 0 



H 



- pr.- k-f 



- CHa- CH 3 



373 cK >CH 2 - 1 3 0 



0 

-(CH 2 ) 3 -C- 



374 Cm(^-CH 2 - 1 3 0 



OCH 3 



-(CH 2 ) 3 -C- 



H 



WO 01/42208 



PCT/JPOO/08627 



5 7 



Table 1.35 



Compd. R V (C H 2 ) r k m n chirality ~(CH 2 )i(CH 2 )q-G-R 6 
No. Fr R 5 



375 ci-( )-ch 2 - 1 3 0 



H 



O 

-(CH 2 ) 3 -C- 



Cl 



376 



CH 2 - 1 3 0 



9 



H _ (C h 2)3 -c-N-^-OCH 3 



377 ci-(^ch 2 - 1 3 0 



9 H 3 9 

- CH 2 -C - CH 2 - C- N — (\ >- CI 
CH 3 H 



378 cK )-CH 2 - 1 3 0 



H 



~ CH 2\v CH 2~ C 

O 



379. O-^J-CHj- 13 0 



0 

-(CH 2 ) 3 -C- 



O 

C-CH 3 



380 Ch-i >-CH 2 - 1 3 0 



H 



-(CHjh-C-N-CHj-Q 



381 C1-QhCH 2 - 1 3 0 



-CH 2 -N-S-(_>-CH 3 
H £ 



382 Ch(j- CH !- 1 3 0 



-CH 2 -N-C-0-CH 2 -^ 



383 Cl-Q-CHj- 1 3 0 



H 



CH 3 



CI 



384 O-Q-CH,- 2 2 0 



-ch 2 -^c^ y 



H W 



385 Ch-Q-CH 2 - 2 2 



H 



NO, 



-CH 2 -N-C- 
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Table 1.3.6 



Compd. R V (CH2)r k m n chirality R 3 
No. 



-(CH 2 fcT7( 



-Q6 



-(CH 2 )p+-(CH 2 )q-G-R 

a 5 



386 



CH 2 - 2 2 0 



387 0" CHr 2 2 0 



H 



9 




388 



CH 2 - 2 2 0 



H 



NO, 



-CH 2 -N-C-^ 



389 



CH 2 - 2 2 0 



-CH 2 -N-C-^^-C0 2 CH 3 



390 -Q-CHr 2 2 0 



H 



391 



CH 2 - 2 2 0 



392 0~ CHj " 2 2 0 



H 



H 



-CHj-N-O 




-CH 2 - 



> 

F 

PCF 3 



H N=/ 



393 O" 0Hr 2 2 0 



Br 



394 0^" CH2 ' 2 2 0 



H 



CI 



-CH 2 - 



rM5 



395 0~ CHr . 220 



-CH 2 -N-C-^^-6r 



396 0~ CHr 2 2 0 



-CH 2 -N-C-^-F 
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Table 1.3 7 



Compd. R V(CH 2 ) r k m n chirality R 3 -(CH 2 )A-(CH 2 ^-G-R 
No. Fr oS 



R 5 



S-Q8 



397 0~ CHj " 2 2 0 



H 



-CHj-N-C-^J-CI 



398 0~ CHr 2 2 0 



H 



-(CH 2 ) 2 -N-C-(3 



399 0~ CHr 2 2 0 



-(CH 2 )j-N-C-Q^ 




400 0~ CH a- 2 2 



H 



-fCHjfc-N-O 



N0 2 



401 



0" CHr 2 2 0 



H 



402 



CH 2 - 2 2 0 



H 



-(CHjJj-N-C-^ 



PP 3 



403 0~ CHr 2 2 0 



404 



CH 2 - 2 2 0 



H 



-(CH 2 ) 2 -N-C- 




-(CH 2 ) 2 - 



^k5 



F 

,OCF 3 



405 O~ 0Hr 2 2 0 

406 0~ CHr 2 2 0 



H 



? 



-(CH 2 ) 2 -N-C- w 



Br 



P 



-(CH 2 ) 2 -£-C- 



.CI 



407 0" CH2 " 2 2 0 



H 



"<CH 2 ) 2 -N-C-^-Br 
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Table 1.3 8 



C °No Pd ' R2^" (CH2)r k m n Chirality -(CHaVlT 1 



(CHaJjrMCH^G-R 6 
R 



408 



ch 2 - 2 2 0 



-(CH 2 ) 2 -N-C 



409 



CH r 2 2 0 



H 



-(CH 2 ) 2 - 



410 0~ CHr 2 2 0 



411 



ch 2 - 2 2 0 



412 Q -0 ? 2 " 2 2 0 

413 0~ CH2_ 2 2 0 



H 



H 



(S) 

CH 2 CH(CH3) 2; 

(S) S? 

CH 2 CH(CH3) 2 




(S) P_W 

CH 2 CH(CH3) 2 . 



,N0 2 



(S) P /-\ 
-^H-N-C-^^-COzCHa 



CH 2 CH(CH3) 2 



414 



418 



CH 2 - 2 2 0 



415 0~ CH2_ 2 2 0 

416 0~ CH2_ 2 2 0 



417 0~ CHr 2 2 0 



CH 2 - 2 2 0 



H 



H 



{S) P /-( 



CH 2 CH(CH3) 2 



CH 2 CH(CH3) 2 F 



(S) P W T 

CH 2 CH(CH3) 2 



,QCF 3 



(S) P 



CH 2 CH(CHJ 2 . 



(S) P W 
CH 2 CH(CH 3 ) 2 
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Table 1.3 9 



6 1 



Compd. R V (C H 2 ) r k m n chirality R 3 
No. Pr 



-(CH 2 )i-(CH 2 )^G-R 6 



419. 0~ CH2_ 2 2 0 



(S) 9 r\ 

CH a CH(CH3) 2 



420 Q-CH 2 - 2 2 0 



421 • Q -0 " 2 " 2 



2 0 



422 0" CHr 2 2 0 



H 



H 



(S) 9 
CH 2 CH(CH3) 2 



.CI 



(S) P W 
_jH-N-C-Q-C. 

CH 2 CH(CH 3 ) 2 



-CH-N-C-^J) 
CH 2 CH(CH 3 ) 2 



423 



425 



CH r 2 2 0 



424 i^-CHj- 2 2 0 



CH 2 - 2 2 0 



426 O -0 " 2 " 2 2 0 

427 0~ CHr 2 2 0 

428 0" CHr 2 2 0 

429 0~ CHr 2 2 0 



H 



H 



H 



H 



H 



(fl» 9 

— CH-N-C- 

I H 
CH 2 CH(CHa) 2 




OT P 



NQ 2 



CH 2 CH(CH3) 2 

-CK-N-C-^J^-COjCHa 
CH 2 CH(CH3) 2 



-CH-N-C- v 



CF 3 



CH 2 CH(CH3) 2 . 



(fl) P j-C 

-CH-N-C-f > 
I H \=( 
CH 2 CH(CH3) 2 F 



PF 3 



OCF, 



CH 2 CH(CH3) 2 ■ 



(A) 1? 
-CH-N-O x / 
i H W 

CH 2 CH(CH3) 2 ' 



Br 
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Table 1.4 0 



Compd. R V(CH2) r k m n chirality W ~(CH 2 )p|-(CH 2 fe-G-R 6 
No. Fr r 5 



430 0" CHr 2 2 0 

431 0~ CHr 2 2 0 



432 0~ CH «- 2 2 0 



433 {^"CHr 



2 2 0 



H 



H 



H 



M 9 

-CH-N-C- , , 
I H W 

CH 2 CH(CH 3 ) 2 



US 



,ci 



H - < ? H -^ C -<J- Br 
CHjCHCCHJj 



(fl) ? 



— CH-N-CHT V-F 
i H 




CH 2 CH(CH3) 2 



CH 2 CH(CH3) 2 



SV"S-ci 



434 CH< /-CHf 1 3 1 



435 o-Q-CHr- 1 3 1 



H 



-CH 2 -N-C-/ ^ 




436 cm£ Vch 2 - 1 3 1 



H 



437 o\j~CHr 1 3 1 



H 



-CH 2 - N-C-^^-C0 2 C H 3 



438 o-O-CHr 1 3 1 



H 



9 



_CH 2 -nhc- w 



439 a-i >-CH r 1 3 1 



440 o-Cz-CHr 1 3 1 



H 



-CH 2 -N-C-/~~i 



r 



F 

,0CF 3 
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Table 1.41 



C ° N ™ pd - "^"(CHaJj- k m n chirality 



R 5 



441 cK\ V-chj 



442 Ch-Q^CH r 



443 CK /r CH i 



444 cK^-CH r 



445 Ch-(~}-CH r 



446 CK >-CHj- 



447 CH-Q-CHz- 



448 CK i-CHr 



449 CK yCHf 



450 CK >-CH 2 - 



451 CK >-CH r 



H 



H 



H 



H 



H 



H 



H 



H 



H 



.a 



-CH 2 -N-C-^ 



-CHj-hf-C-^^-Br 

-CH 2 -N-C-^-F 
-CH 2 -N-C-h^CI 



-(CH 2 ) 2 - 



-(CH 2 ) 2 -N-C- 




N0 2 



9 



-fCH 2 )2-N-C-^^- 00 2 CH, 



-(CH 2 ) 2 - 



"(CH 2 ) 2 -N-C- 



.CF, 
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Table 1.42 



Compd. R V(CH 2 ) r 
No. Pr ' 



k m n chirality R 3 



1CH 2 )X(CH 2 )5-G-R 6 
R 5 



452 chh^-cHj- 1 3 1 



H 



~<CH 2 ) 2 - 



,OCF 3 



453 C^v >~CH 2 - 1 3 1 



H 



-(CH 2 ) 2 - 



454 C} ^(~}- CH 2- 1 3 1 



H 



-(CH 2 ) 2 - 



455 0-Q-CH r 1 3 1 



H 



9 



-(CH 2 ) 2 -N-C-@-Br 



456 



CH 2 - 1 3 1 



H 



P 



"(CH^-N-O 
n 




457 Ch-^>-CH 2 - 1 3 1 



H 



-(CH 2 ) 2 - 



H . \=/ 



458 CI-Qh-CH 2 - 2 2 1 



H 



-ch 2 -n-chQ 



459 Ch-i >-CH 2 - 2 2 1 



H 



O , CH 3 

-CH 2 -r^c-^> 



H N=/ 



460 Ci-(}~CH 2 - 2 2 1 



H 



-CH 2 -M-CH(_)-CH3 



461 Cf-4 >-CH 2 - 2 2 1 



H 



-ch 2 -n-c-/~% 



H \=/ 



462 CK >CH 2 - 2 2 1 



-CH : 



H 3 C 
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Table 1.43 



c °NT d ' R^ (CH2) r~ k m n chira,it y R 3 



iCH 2 )i(CH 2 J5-6--R 6 
R 



463 Cr-( >-ch 2 - 2 2 1 



464 Cr-\ >CH 2 - 2 2 1 



H 



O 

-CH 2 -N-C 
CH 3 



- CH 2 - N- C-^V- OC H 3 
OCH 3 



465 Ci-A )-CH 2 - 2 2 1 



N 



-CH 2 -N-C 



466 CrH^-CH 2 - 2 2 1 



H 



-CH 2 - 



0 "0 2 



467 Cm£ >-CH 2 - 2 2 1 



H 



Br 



-CH 2 -N-C- 



468 Ch-^>-CH 2 - 2 2 1 



O ,N(CH 3 ) 2 
-CH 2 -fshC-Q 



469 Ch-( )-CH 2 - 2 2 1 



H 



~CH 2 -N-C 



470 CK >-CH 2 - 2 2 1 



-CH 2 -N-C-^^- CN 



471 ci-< >-CH 2 - 2 2 1 



- CH 2 - N- C-^^- C0 2 C H 3 



472 cK >-ch 2 - 2 2 1 



»CH 2 -N-C 



473 Cr-(^-CH 2 - 2 2 1 



H 



9 _ o. 



-CH 2 -N-C 



C-CH 3 
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Table 1.44 



Compd. R V(CH 2 ) r k m n chirality R> -(CH 2 )rf-i 
No. " " 5 



(CH 2 ) r i-(CH 2 )5-G-R 6 



474 Ci-i )-CH 2 - 2 2 1 



-CH,-N-C^f _ V-CF 3 



475 Cl-0- CH 2- 2 2 1 



H 



-CHj-N-C 



CH(CH 3 ) 2 



476 Ch-0- CH 2- 2 2 1 



-CH 2 -N-C-^-N0 2 . 



477 Cl-O-CHj- 2 2 1 



H 



478 Ci-O-CHj- 2 2 1 



479 Ct-0-CH 2 - 2 2 1 



480 Ch-Q-CH 2 - 2 2 1 



481 Ct-( >CH 2 - 2 2 1 



482 ZT-Cyc^- 2 2 1 



483 a-Q~CH 2 - 2.21 



484 Or\ )-CH 2 - 2 2 1 



H 



H 



-CX 2 -N-C-<( VOCmCHjfe 



-CH 2 -N-C-^J) 
H 3 C 



-CH 2 -N-C-Ol 
H CT 



-CH 2 -^C-Ol ' 
H Of er 

O 

-CHa-N-C-O) 
H 

o r 

-CH 2 -^C-<J) 



. O 
-CH 2 -N-C-/1 
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Table 1.46 



Compd. R V (C H 2) k m n chirality 
No. Pr 



-(C^Jp^-CCH^G-R 6 
R 5 



496 Ci-<\ h CH f 2 2 1 



497 a-^y-CH z - 2 2 



498 Ct-C >-CH 2 - 2 2 1 



499 CK )-CH,- 2 2 1 



500 -Ct-i >-CH,- 2 2 1 



501 Ci-( >CH a - 2 2 1 



502 Ci-6 >-CH 2 - 2 2 1 



503 Ci-< >-CH 2 - 2 2 1 



504 O-Q-CHj- 2 2 1 



505 CK >-CH 2 - 2 2 1 



506 C| -<(^" CH *" 2 2 1 



H 



H 



H 



H 



H 



H 



H 



.CF, 



-CH 2 -N-C-^-F 

Q HO C H(CH 3 ) 2 



-CH 2 



*k3 

o NH * v 
-ch 2 -m-chQ 



NH 2 CF 3 



- CH 2 - M- C^Qh- N(C H 3 ) 2 



- CH 2 - N- C-^JK OCH 3 



o J 10 * 

-CH 2 -N-C^J 
Br 



H 



O N0 2 



- CH2 ~it C w 



OCH 3 



OCH 3 

N0 2 



-CH r ^^-£j~ Br 
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Table 1.4 9 



C °.? Pd ' ^a>"( CH 2)r k m n chirality 
No. R 



"(CH 2 )p|-(CH 2 )q-G-R 6 



529 Ci-< >-CH 2 - 2 2 1 



H 



530 »-C >-CH 2 - 2 2 1 



-CH,-N-C 
H 




531 Ci-i >-CH 2 - 2 2 1 



532 ci-QhcHj- 2 2 1 



533 ch\ >-CH 2 - 2 2 1 



534 Cl-\ >CH 2 - 2 2 1 



H 



H 3 C 

2 

— CH 2 -N-C- 
■ ' H 3 C 

H 3 C 



535 Ct-^^-CH 2 - 2 2 1 



536 Ct-C >-CH 2 - 2 2 1 



537 CH-{~)-CH 2 - 2 2 1 

538 CI-Qhch 2 - 2 2 1 



539 Ci-i >-CH 2 - 2 2 1 



H 



H 



H 3 r CH 3 

P y^C(CH 3 ) 3 
H 3 C 



P 



-CHj-l^-C-C i 
1-bC 




9 >^CH 3 

- cH *-^ c -yo 
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Table 1.5 0 



Compd. R V(CH 2 ) r 
No. Fr ' 



k m n chirality R 3 



-(CH 2 )pT7( 



"(CH 2 )p-t-(CH 2 )5-G-R e 
R 5 



540 Cl-< ^-CHj,- 2 2 1 



541 CK >CH 2 - 2 2 1 



-CH^C-Zpf 

I 

CH 3 



542 Ct-( }-CH2- 2 2 1 



H 



PH2CH3 



H \=/ 



543 CK >-ch 2 - 2 2 1 



H 



I? 



-CH 2 -N-C- 



CH2CH3 



544 Cl-( >-CH 2 - 2 2 1 



545 Ch-O 



CH 2 - 2 2 1 



— CH,-N-C- 

H W 




546 Ct-( VcHj,- 2 2 1 



H 



CI • CI 



547 CK >-CH,- 2 2 1 



548 CK >-CH,- 2 2 1 



549 CK )-CH 2 - 2 2 1 



550 Ci-0- CH r 2 2 1 



H 



H 



H 



9 



-CH 2 -N-C-^^-C! 



-CH 2 -N-0 




CI 
CI 



-CH 2 -N-C-f X > 



H )=/ 
0 2 N . 

(? 



"CH^ChQ 



0 2 N CI 
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Table 1.5 2 



7 4 



C ° N ™ pd ' R >*( CH 2)r k m n chirality -(C^^fCH^G-R 6 



562 Ci 



563 o 



ch 2 - 2 2 1 



cn 2 - 2 2 1 



564 Ch ~V> CH 2- 2 2 1 



565 Ci 



566 Ci 



567 ci 



CH 2 - 2 2 1 



CH 2 - 2 2 1 



CH 2 - 2 2 1 



H 



H 



H 



H 



0 / 

| H W 
CH 3 



CI 



-CH-N-C-f\ 
CH 3 F 3 C 



CP 3 



O / v 

| H W 
CH 3 



OCH 2 CH 3 



D F W CF3 



CH 3 



-CH-N-cnf" ^ 

CH 3 



OCF 3 



-CH-N-C-. , 



CH, 



CF, 



568 ci-^^-CH 2 - 2 2 1 



569 ci 



570 C 



CH 2 - 2-2 1 



CH 2 - 2 2 1 



571 Cl-\ >-CH 2 - 2 2 1 



572 Ci 



CH 2 - 2 2 1 



H 



H 



H 



-CH-N-C-f? 
I H W 

CH 3 CF 3 

-CH-N-C-f\ 
CH 3 F 



HC-fVF 



CH 3 

p H? C^(CH 3 ) 2 

-CH-N-C-f> 
| H W 
CH 3 



m cf 3 



-CH-N- 
I 

CH 3 



■sK3 
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Table 1.5 3 



Compd. *V(CH 2 ) r k -m n chirality R 3 "(^^(CH^G-Ft 

NO. H pa 




583 CmQ-CH 2 - 2 2 1- H -^HPO 

CH 3 CH 3 



WO 01/42208 
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Table 1.55 



Compd. R ^ (CH2 v- k m n chirality "R 3 
No. Fr 



-(CH 2 )i(CH 2 )5-G-R 6 
R 



595 C\-\ >CH 2 - 2 2 1 



596 >-ch 2 - 2 2 1 



597 Ci-\ >CH 2 - 2 2 1 



598 ci-Q-CH r 2 2 1 



599 ch\ >-CH 2 - 2 2 1 



600 Cm(>-ch 2 - 2 2 .1 



601 a-C Vch 2 - 2 2 1 



602 Ch-(~^CH 2 - 2 2 1 



603 ch< Vch 2 - 2 2 1 



604 0-Q-CH 2 - 2 2 1 



605 Ch-( )-CH 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



-CH-N- C-^JH C0 2 CH 3 
CH 3 



- CH- N- C^f^V C- CH 3 
CH 3 

O 



•CH-^C 
I H 
CHj 



-CH-NhC" 
I H O 
CH 3 

O 

CH 3 CH 3 
O 

| H O^er 
CH 3 



| H \=/ 
CH 3 

O / 

I H \=/ 



OCH 3 



N(CH 3 ) 2 



NH 2 



CH 3 - 

I H . 
CH 3 

CH 3 H H 
CH 3 



WO 01/42208 
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Table 1.5 6 



Compd. R V(CH ,) r 
No. Fr 1 



k m n chirality 'R 3 



~(CH 2 )X( 



-(C^J^-f-CCH^G-R 6 
R 5 



606 ci-^~^-ch 2 - 2 2 1 



607 Ci-<\ >"CH 2 - 2 2 1 



608 Ci-4>-CH r 2 2 1 



609 CK X >-CH 2 - 2 2 1 



610 Ci-<\ J-CHf 2 2 1 



611 CH-Q-CH 2 - 2 2 1 



612 Ci-^ i-CH r 2 2 1 



613 ch-^JkcHj- 2 2 1 



614 O-hQ- 



ch 2 - 2 2 1 



615 Ci-< >-CH 2 - 2 2 1 



616 Ct-C >-CH 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



H 



CH 3 



CH 3 H 3 C 
CH 3 H 3 C 

"V s 



CH 3 <yC 



CH 3 




9 /^C(CH3) 3 
CH, H 3 C 



CH 3 HjC 

9 ^ch 3 

CH 3 F 3 C 

CH 3 F 3 C CH3 



9 
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Table 1.5 7 



C No Pd ' R^ (CH2)i " k m " Chira,ity R3 



(CHa^CH^G-R 6 



617 



ch 2 - 2 2 1 



H 



CH 3 



618 o-^~^ch 2 - 2 2 1 



619 c 



625 



CH 2 - 2 2 1 



620 Ch-4 >-CH 2 - 2 2 1 



621 CK >^CH 2 - 2 2 1 



622 CK >-CH 2 - 2 2 1 



623 Cr-< Vch 2 - 2 2 1 



624 Ci-C)-CH Z - 2 2 1 



CH 2 - 2 2 1 



626 Cm(~}-CH 2 - 2 2 1 

627 CmQ-CH 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



I H \=/ 



-Chhf 
I 

CH(CH 3 ) 2 



| H \=/ 



O 

-CH-r 
I 

CH(CH 3 ) 2 



CHfCHa^ 



Br 



-CH-N-C 
I H 
CHtCH^ 



CI 



N(CH 3 ) 2 



t 

CH(CH 3 ) 2 



OCH 3 



CH(CH 3 ) 2 
O 

| H \=/ 
CH(CH 3 ) 2 



CHfCH,), 



-CH-N-C- 

I H N=< 
CH(CH 3 )2 CF 3 



OCH 2 CH 3 



•CH-f 
I 

CH(CH 3 ) 2 
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Table 1.58 



Compd. RN-fChU- (c m n chirality 
No. Pr 



R 3 



-(CH 2 )Xc 



-(CH^fCH^G-R 6 
R 5 



628 Ci 



629 Ci 



630 c: 



CH,- 2 2 1 



CH 2 - 2 2 1 



CH 2 - 2 2 1 



H 



H 



•CH- N-C 
I H 
CH(CH 3 )2. 



C0 2 CH 3 



f\ CF, 



-CH-N-C-/? 
CH(CH 3 ) 2 

0 r-f 



OCF 3 



-CH- 
I 

CH(CH 3 ) 2 



631 C 



ch 2 - 2 2 1 



632 Q-\ >ch 2 - 2 2 1 



633 Ch-< .)-CH 2 - 2 .2 1 



634 cy-\ yCH 2 - 2 2 1 



635 C 



ch 2 - 2 2 1 



636 cm(~)-CH 2 - 2 2 1 



637 Ci 



2 2 1 



638 Ch-\ }-CH 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



-CK-W*CHf\ 
CH(CH 3 ) 2 CF 3 

-CH-N-C-^~\ 
CH(CH 3 ) 2 CF 3 
O ■ v CF 3 
-CH-^C-f? 



CH(CH 3 ) 2 F 



-CH-W-C-^V 
I H W 



I 

CH(CH 3 ) 2 



P p 3 
F 



I H 
CH(CH 3 ) 2 



HP CH(CH 3 ) 2 



CH 3 



O A 
-CH-N-C-f? 



CH(CH 3 ) 2 

-CH-N-C-/ 
I H 
CH(CH3) 2 



P F 3 



-CH-N-C-^^-CN 



CH(CH 3 ) 2 
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Table 1.5 9 



Compd. R V(CH 2 ) r k m n chirality *r» 
No. Fr 



r 4 



"(CH 2 )p-l-(CH 2 )p-G-R 6 

R 5 . 



639 Ct-Q-CH 2 - 2 2 1 



-CH-N-C-^-N(CH 3 ) 2 



I 

CH(CH 3 ) 2 



640 Ci-^~j>-CH 2 - 2 2 1 



H 



- C H- N- C-^_J)- OC H 3 
CH(CH 3 ) 2 



641 CK\ >-CH 2 - 2 2 1 



642 Ct-i /)-CH 2 - 2 2 1 



H 



H 



ttK> 



-CH- 

I 

CH{CH 3 ) 2 



C0 2 CH 3 



9 9 „ 

CH(CH 3 )2 



643 CH-< /-CH^- 2 2 1 



644 Chh^>-ch 2 - 2 2 1 



H 



H 



I 

CH(CH 3 ) 2 
O 



-CH-N-C-( >-C(CH 3 } 3 
CH(CH 3 ) 2 



645 Ct-\ >-CH 2 - 2 2 1 



646 Ch-< >CH 2 - 2 2 1 



H 



H 



CH(CH 3 ) 2 

-CH-N* C-^^- CH 2 OH 
CH(CH 3 ) 2 



647 CM^-CH 2 - 2 2 1 



H 



- CH- N- C-£^- C- CH 3 
CH(CH 3 ) 2 



648 d-nQ-CHr 2 2 1 



H 



-CH-N-C-^^-CH(CH 3 ) 2 
CH(CH 3 ) 2 



649 CK >-CH 2 - .221 



H 



CH(CH 3 ) 2 
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Table 1.60 



C °N m o Pd - R^>- (CH2) r 



k m n chirality R 3 



-(CH 2 fct( 



-(CH^fCH^G-R 6 
R 



650 Ct-i >-CH,- 2 2 1 



651 ci-\ )-CH z - 2 2 1 



652 Ct-i >-CH 2 - 2 2 1 



H 



— CH-N-C- 
I H 



CHCH 3 



-(j:h-n-chQ-no 2 

CH(CH 3 ) 2 



653 Cl-( >-CH 2 - 2 2 1 



654 Ch-\ >-CH 2 - .22 1 



655 c\-<J-CH 2 - 2 2 1 



H 



H 



P 



-(j:h-n-c-^^o(ch 2 ) 4 ch3 



CH(CH3) 2 



CH(CHa) 2 



656 cr-^~)-CH 2 - 2 2 1 



CH(CH 3 ) 2 



657 Ch-\ Vch 2 - 2 2 1 



H 



CH(CH 3 ) 2 



658 Ch-< )-ch 2 - 2 2 1 




-CH-N-C- xx fr i 
| H ^-NH 

CH(CH 3 ) 2 



659 Ch^~^-CH 2 - 2 2 1 



~CH-N-C-<f"f 

T h \^ N02 



CH(CH 3 ) 2 



660 CM^-CH 2 - 2 2 1 



-CH-N-O 
T H 
CH(CH 3 l 2 
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Table 1.61 



Compd. R V. (CH v_ k m n chjramy R 3 
No. Pr 



~(CH 2 )X 



(CH 2 )p-h(CH 2 )5-G-R 6 



661 Ch-Q- 



CH 2 - 2 2 1 



662 Ci-\ )-CH 2 - 2 2 1 



663 Ct-i >-CH 2 - 2 2 1 



664 Ct-C >-CH 2 - 2 2 1 



665 Ci-C >-CH 2 - 2 2 1 



666 CmT~)-CHj- 2 2 1 



667 cK>-CH 2 - 2 2 1 



668 o-< >CH 2 - 2 2 1 



669 CK >-CH 2 - 2 2 1 



H 



H 



H 



H 



CH(CH 3 ) 2 OCH 3 
CH{CH 3 ) 2 



NO 2 



9 

-<j:h-n-c 

CH(CH 3 ) 2 
CH(CH 3 ) 2 



p 

CH(CH a ) 2 

■ns°<*eH, 

CH(CH 3 ) 2 




-CH-N-O 
CH(CH 3 ) 2 



CH(CH 3 ) 2 CH 3 



670 . a-C/-CH 2 - 2 2 1 



H 



la 



-CH-N-C- . 

T H cr^ Br 

CH(CH 3 ) 2 



671 ci-0-ch 2 - .2 2 1 



-CH-N-C-O. 

T h cr^ N0 

CH(CH 3 ) 2 
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Table 1.62 



C N m O Pd ' R^ 0 "* - k m " 



chiraiity *R 3 



-(CH 2 )i(CH 2 ) 5r G-R 6 
R 5 



672 Ci-\ >-CH 2 - 2 2 1 



H 



9 

-c- 

CH(CH 3 ) 2 H 



-(^H-f^-HQl 



673 CK )-CH 2 - 2 2 1 



674 o-( Vch 2 - 2 2 1 



675 Ch-Q-CH 2 - 2 2' 1 



676 CK >-CH 2 - 2 2.1 



677 cK >ch 2 - 2 2 1 



H 



H 



H 



C(CH 3 ) 2 

-CH-^C-T} 
CH(CH 3 ) 2 



C(CH 3 > 2 CH3 
CH(CH 3 } 2 H 
CH(CH 3 ) 2 CH 3 



678 CK )-CH,- 2 2 1 



679 CK >-CH,- 2 2 1 



H 



CH(CH 3 ) 2 
CH(CH 3 ) 2 



680 a-^-CH 2 - 2 2 1 



681 cK D-CH,- 2 2 1 



682 CMQ- 



CH,- 2 2 1 



H 



H 



H 



CH(CH 3 ) 2 



-CH-N- 
I H 
CH(CH 3 ) 2 



-CH-N-C-fT 



9 

-CH-N-' 
T H 
CH(CH 3 ) 2 



-CH-N-C-£Y 

°X(CH 3 ) 3 
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Table 1.63 



Co N ^P d ' "i>"(CH 2 ) r k rn n chirality 



"(^ H 2 )gT7(C H 2 )q~G- R 6 
R 5 



683 a-< >-CH 2 - 2 2 1 



684 Ct-\ hcHr 2 2 1 



685 Ci— 



CH 2 - 2 2 1 



686 Ch-< >-ch 2 - 2 2 1 



687 Cb-\ >-CH 2 - 2 2 1 



688 CH< >CH 2 - 2 2 1 



689 CHH^^-CH 2 - 2 2 1 

690 Ch-Q^CH 2 - 2 2 1 



691 Ci-4 >-CH 2 - 2 2 1 



692 Ci-Q-CH 2 - 2 2 1 

693 ci-Q-CH r 2 2 1 



H 



H 



H 



H 



H 



H 



SCH 3 



CH(CH 3 ) 2 * 3 ' 2 



CH(CH 3 ) 2 



9 



CH(CH 3 ) 2 £ 3 
I H \=/ 



CH 2 CH(CH 3 ) 2 

'-o 



O 

-CH-N-C 



O 



—CH-N-C 



-CH-N-C-/? 



-CH-N-C 



_ H* N- 
-CH-N 



Br 



O ,KCH 3 ) 2 



O PCH 3 
-CH-N-C- 



-CH-N-C 

F 3 C 



0 r-T' 
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Table 1.6 4 



Compd. R V(CH ,)r 
No. FT 1 



k m n chirality R 3 



~(CH 2 )p|-(CH 2 )q-G-R 6 



694 Ci-<\ >-CHj- 2 2 1 



695 ci-i >-CH 2 - 2 2 1 



696 C(-(\ >-CHa- 2 2 1 



H 



' o PCH,CH 3 

u ■ 

O ^00 2 CH 3 
-CH-N-C- 

-CH-N-C- 

u 



697 ct-Q-CH a - 2 2 1 



H 



-CH-N-C-f VCN 



698 Ch\ }-CH 2 - 2 2 1 



H 



-CH-N-CHf~\-N(CH 3 ) 2 



699 CH-( >-CH 2 - 2 2 1 



H 



-CH-N-C-f VOCH 3 



700 CH\ )-ch 2 - 2 2 1 



701 Ch-< >-CH 2 - 2 2 1 



H 



H 



— CH-N- C-<V C0 2 CH 3 

p o 

-CH-N- C-fV C- CH 3 



702 CHV>-CH 2 - 2 2 1 



H 



-ci+jc-f 



703 Ci-Q- CH 2 - 2 2 1 



H 



704 CH< >-CH 2 - 2 2 1 



H 



-CH-N-C-fV-NOz 
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Table 1.69 



Compd. R V<CH 2 ) r 
.No. Pr ' 



k m n chirality R 3 



~(CH 2 )X(CH 2 )^G-R 6 
R 



749 CK >-ch 2 - 2 2 1 



750 Ct-i >-ch 2 - 2 2 1 



751 CK >-CH r 2 2 1 



752 Ch-Q-CH 2 - 2 2 1 



753 Ci-\ >-ch 2 - 2 2 1 



754 a-< }-CH 2 - 2 2 1 



755 Ch-{ }-ch 2 - 2 2 1 



756 CK )-CH 2 - 2 2 1 



757 a-Q-CH 2 - 2 2 1 

758 Ct-^-CH 2 - 2 2 1 



759 ct-i >-CH 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 




\y h 3 c 

CH 2 OH 

-HfH-ffC-Q 
CH 2 OH CF 3 

CH 2 OH 

CH 2 OH 



if w 00 "' 

CH 2 OH 

-^H-jfo-Q 



CH 2 OH 



0 OCH 2 CH 3 



CH 2 OH 



O P0 2 CH 3 



CH 2 OH 
CH 2 OH 
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Table 1.70 



Compd. R S-(CH 2 ) r 
No. Pr 1 



k m n chirality 



tf 4 



1CH 2 )p-f-(CH 2 )r-G-R 6 



760 Ci 



761 C 



762 Ci 



763 Ci 



764 Ci 



765 Ci 



-CHj- 2 2 1 



\_jr ^"2 



CH 2 - 2 2 1 



CH 2 - 2 2 1 



CH 2 - 2 2 1 



CH 2 - . 2 2 1 



CH 2 - 2 2 1 



766 Ci-Q-CH 2 - 2 2 1 

767 Ci-Q-CH 2 - 2 2 1 



768 Ci 



CH 2 - 2 2 1 



769 Ch-Q-CH 2 - 2 2 1 



H 



H 



9 



CH 2 OH F 

-CH-N-C-^J-F 
CH 2 OH 

CF 3 



CH 2 OH 

-CH-J-Q 
CH 2 OH 

CH39 
-C-N-C 

CH 3 



CH 3 



.CH, 



CH, 0 

Ttr° 

CH 3 



,CF 3 



CH 3 



rif CH C} 

CH 3 



Br 



CH 3 



PCF 3 



770 c 



ch 2 - 2 2 1 



H 



-c-nhchQ 

CH, > 
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Table 1.7 2 



pi 

c °No pd * R ^ (CH2)r k m n chiralit y 



-(CH 2 )ttV( 



-q6 



"(CH 2 ) r t 7 (CH 2 )5-G-R 
R 5 



782 Ct-i >-CH 2 - 2 2 



783 ci-Q-CHj- 2 2 



784 Ct-i Vch 2 - 2 2 



785 ct-\>CH 2 - 2 2 



786 <>-( >-CH r 2 2. 



787 Ci-< >-CH 2 - 2 2 



788 CH-Q-ch 2 - 2 2 

789 Ch-Q-CH r 2 2 



790 Cl-(>-CH 2 - 2 2 



791 Ct-( >CH 2 - 2 2 



792 O 



i-Q-CH 2 - 2 2 



H 



H 



H 



H 



H 



CH 3 



OCH, 



CH 3 



CH 3 p 
-<p-N-OCH 2 

CH 3 



^OCHgCHj 



, CF 3 



OCH 3 



CH 3 QCH 3 



H2C CH2 

H 2 C— CH 2 
H 2 C— CH 2 



fCH 3 



H2O-CH2 



H 2 C— CH 2 
H 2 C— CH 2 



PI 



H 2 C— CH 2 



PCF 3 
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Table 1.7 3 



Compd. R V(CH 2 )j- k m n chirality R 3 ~(CH 2 Jf-i 
No. Pr " s 



-q6 



rh-(CH 2 )5-G-R 
R 



793 Ci-\ )-cn 2 - 2 2 



794 Ci-{~}-CH 2 - 2 2 



795 Ct-i >-CH 2 - 2 2 



796 <>-(~}-CH 2 - 2 2 



797 a-C >-CH 2 - 2 2 







CH2 




2 2 1 


H 


H 2 C— CH 2 


F 


2 2 1 


H 


H 2 C CH 2 





798 CH< >-CH 2 - 2 2 



799 CH-< >-CH 2 - 2 2 



800 Ci-( >-CH 2 - 2 2 



801 Ci-( >-CH 2 - 2 2 



802 a-( Vch 2 - 2 2 



803 C\-\ }~CH 2 - 2 2 



H 



H 



H 



H 



H 



H 



H 



H 



7t 



-C— N-C-/1 
A S^ SCH3 




H 2 C— CH 2 



H 2 C— CH 2 



HzC— CH 2 



A H ^ -CH 3 
H 2 C— CH 2 



C(CH 3 ) 3 



9 




H 2 C— CH 2 
H 2 C— CH 2 H 

H 2 C— CH 2 

p / OCH 2 CH 3 

-A-frKJ 

H 2 C— CH 2 



WO 01/42208 



PCT/JPOO/08627 



9 6 



Table 1.74 



c °No pd ' R^ (CH2) i" k m n chiralil y 



-Q6 



"(CH 2 )pT-(CH 2 )q-G-R 
R 5 



804 Ct-i >-CH 2 - 2 2 1 



805 Ci-< hcHt- 2 2 1 



806 Ci-(. >-CH,- 2 2 1 



CH 2 - 2 2 1 



807. OhQ- 



808 CK >-CH 2 - 2 2 1 



809 0-< }-CH 2 - 2 2 1 



810 CK\ />-CH 2 - 2 2 1 



H 



H 



H 



H 



H 



H 2 C C H2 




.0CH a 



-A-f c - 

H 2 C— CH 2 OCH3 
.Br 



H 2 C— CH 2 

O H 



O 
O 



pH 3 



-CH-N 

O 

0 CHa 

(CHj) 3 -f-NH 2 l^J 



811 Ci-Q-CH 2 - 2 2 1 



H 



-CH-N-C-(^-N0 2 
(Wj) r C-NH 2 



812 CM(J>-CH 2 - 2 2 1 



813 CT-i i-CH 2 - 2 2 1 



814 Ci 



h-^^-CH 2 - 2 2 1 



?H-NH 



SCK, 



(CH 2 ) 2 -^-NH 2 
0 

0 



0 



PCF3 
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Table 1.7 5 



Compd. R S_(CH 2 ) r k m n chirality 
Nq. 9r 



-(CH 2 )p-f-(CH 2 )5-G-R s 



815 Ci-4 >-CH 2 - 2 2 1 



H 



9 /=< 

(CHj) f C-NHj F 



-CPs 



t-Q-CH 2 - 2 2 1 



816 O 



817 o-i >-CHj- 2 2 1 



818 Ci-<>-CH 2 - 2 2 1 



819 CK >-CH r 2 2 1 



H 



H 



H 



H 



9 

— CH-M-C- 
I H 
(CHj) r C-NHj 

O 



,CFl 



9 

-CH-N-C 
I H 
(CHjlrC-NKj 

o 



-ch-(* 

(CHjJj-C-NHj 
O 



9 /=< 

(CHj) r C-NHj CFj 
O 



820 d-( >-CH 2 - 2 2 1 



821 ci-h^-ch 2 - 2 2 1 



822 CK )-CH 2 - 2 2 1 



823 O-Qk 



CH 2 - 2 2 1 



824 CK >-CH 2 - 2 2 1 



825 Ct-Q-CH,- 2 2 1 



H 



H 



H 



-(jIH-N-O 
CH 2 OCHj 

CH 2 OCH 3 
CH 2 OCH 3 



2 f? 

-CH-N-C-f"? 



CH2OCH3 

CH2OCH3 



C(CH 3 ) 3 
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Table 1.76 



Compd. R V(CH 2 )- k m n chirality R 3 ""(CH 2 )jf-! 
No. R 



^(CH^G-R 6 
R 5 



826 Cf-4 >-ch 2 - 2 2 1 



827 o-\)-ch 2 - .2 2 1 



H 




CH 2 OCH 3 
CH 2 OCH 3 L I' 



CH 3 



828 ct-( >-CH 2 - 2 2 1 



829 CI-<^-ch 2 - 2 2 1 

830 ct-Q^CH 2 - 2 2 1 



831 a-\ }-CH 2 - 2 2 1 



832 Ct-i >-CH 2 - 2 2 1 



833 C»-( >-CH 2 - 2 2 1 



834 Ch-i >-CH 2 - 2 2 1 



H 



H 



H 



H 



9 



-<j;H-NhC 
CH 2 OCH 3 



9 



pcF 3 



,CF 3 



CH 2 OCH 3 J= 

" < f H -"N" C ~W~ F 
CH 2 OCH 3 



CH 2 OCH 3 



Br 



? 

CH 2 OCH 3 



CH 2 OCH 3 



CI 



N0 2 



P 



-CH-N-O 
J H W 

CH 2 OCH 3 



:-0-CF 3 



835 Ci-< >-CH 2 - 2 2 1 



836 Cl-Q-C"*- 2 2 1 



ch 2 och 3 



CH 2 OCH 3 



pH 3 
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Table 1.7 7 



Compd. r S_ (C h 2) k m n chira | ity _ (CH Jf_ ( 

No. R ~ 5 



:-D6 



(CH 2 )p-H(CH 2 )q-G-R 
R 



837 Ci-ij-CH 2 - 2 2 1 



mQkch 2 - 2 2 1 



838 C 



839 Ct-i >-CH 2 - 2 2 1 



840 Ci-\ >-ch ? - 2 2 1 



H 



H 



CH2OCH3 



.Cf 3 



ch 2 och 3 



PCH 2 CH 3 



,OCH 3 



H -<j:H-N-C-<^_^-OCH 3 
CH 2 OCH 3 • OCH3 

O 

H _ (CH2)r c-Q 



841 . CI-^j»-CH 2 - 2 2 1 



H 



-(CH 2 ) 2 -C 



842 Ci-( )-CH 2 - 2 2 1 



-(CH 2 ) 2 -C-/~V-CI 



843 ci-Qhch 2 - 2 2 1 



H 



-(CH^-C 



r CH 3 



H 3 C 



844 



ch 2 - 2 2 1 



H 



"(CHafc-C-f VCH 3 



845. Ct-i >-CH 2 - 2 2 1 



9^Q 



H -(CH 2 ) 2 -C-^^-S-CH 



846 cm(^}-CH 2 - 2 2 1 



-(CH^-C-^VO-^ 



847 cK )-CH 2 - 2 2 1 



-(CH 2 ) 2 -C-f yocH 3 
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Table 1.78 



Compd. R V(CH 2 ) r k m n chirality R 3 ~(CH 2 )J-(CH 2 fc-G- 
No. Fr " s 



R 5 



848 Or\ }-ch 2 - 2 2 1 



849 ct-Q-CH 2 - 2 2 1 



H 



-(CH 2 k-C-^^CH 3 
H,C 



-(CHj);,- 



£0 

H 3 CO 



OCH 3 



850 ck")-CH 2 - 2 2 1 



-CH 2 -S-^_J^CH 3 

b 



851 o-( >-CH 2 - 2 2 1 



-CH 2 -N-C- 
H H 



852 Ct-Q-CH 2 - 2 2 1 



853 CK )~CH 2 - 2 2 1 



H -CH 2 -N-C- 
2 H H 



854 Ci-([~)-CH 2 - 2 2 1 



CH 3 



855 cK>ch 2 - 2 2 1 



-ch 2 -^c-whQ^ch 3 



856 a-\ >-ch 2 - 2 2 1 



. o 



-CH 2 -N-C- 
H H 



C-CH 3 



857 CmQ^CH 2 - 2 2 1 



H 



OCH 3 



858 CI-^-ch 2 - 2 2 1 



H 



-CH a -*fC-N-^OCH 3 
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Table 1.79 



q1 

Compd. " \-( CH )_ k m n chirality 
No. Pr 



R 3 



-q6 



"(CH 2 )p-f-(CH 2 )5-G-R 
R 5 



859 Ct-i >-ch 2 - 2 2.1 



860 Ci-C/-CH 2 - 2 2 1 



H 



CN 



861 a-l >ch 2 - 2 2 1 



H 



-CH-.-N-C- . . 
H H \=/ 



862 ci-( >-CH 2 - 2 2 1 



H -CH 2 -N-C-N-^^)-CH 3 



863 . CmT>-CH 2 - 2 2 1 



H 



-CH 2 -N-C-N-/"~S 



OCH, 



864 Cl-< >CH 2 - 2 2 1 



H -CH 2 -N-C-N-/~VoCH 3 



H H N=/ 



865 CY-i >-CH 2 - 2 2 1 



H 



866 O-i >CH 2 - 2 2 1 



H 



O ^ 
-CH 2 -N-S- 



0 ^ 



867 Ci-< >-CH 2 - 2 2 1 



H 



-CH 2 -N-S- 



CF, 



868 Ct-Q-CH 2 - 2 2 1 



•CH 2 -N-S-e VCH 2 CH 3 

H 6 



869 a-Q-CHj- 2 2 1 



H 



-CH^N-S-^jHCHfCHjfe 
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Table 1.80 



i R 4 
Compd. R V. (CH) k m n chirality R3 _ (CH (CH ^Q-R 6 

No. Pr v p~> 

o / CH > 

870 Cl-Q~ CH *~ 2 2 1 - H _ C h 2 -n.s-/J> 



879 



871 . ct-Q" CH 2" 2 2 1 - H -ch 2 -n-s^Q-(Ch 2 >3Ch 3 

o 

872 Ci-(3-CH 2 - 2 2 1 - H -^VJ^-O 



873 Ch-^_y-CH 2 - 2 2 1 H -CH 2 -N-C-OCH 2 -<^^ 

. O P 

874 ct-^-CH 2 - 2 2 1 - H -ch-OC-n-(_) 



p 

CH 3 

CF 3 



875 0" CHz " 2 2 1 - H "CH 2 -N-C.-^5 

_ Q C 

876 Br-Q-CH 2 - 2 2 1 - H -CH 2 -N-C-(3 



877 NC-0" CH r 2 2 1 - H ~CH 2 -N-C^ 



878 0 2 n-Q-CH 2 - 2 2 1 - H -CH 2 -^C-^ 



K>CH 2 - 2 2 1 - H -CH^ChQ 

880 >^.ch 2 - 2 2 1 • H -Wr-fS- 
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10 4 

Table 1.82 



Compd. R V(CH 2 ) r k m n chirality R 3 ~(CH 2 )^(CH 2 )5-G-R 6 
No. R ^ s 



896 



H 3 cq o / CF=3 



892 r^-cHr 2 2 1 n -ch 2 -n-c 



901 /^v^T 2 2 1 

Q- CH - 



.902 



0 2 N O CF 3 

HO CH 3 CF , 

894 h 3 C-^-ch 2 - 2 2 1 - H _ CH2 _n.£_Q 

CH 3 • 



895 £>-<CH 2 h- 2 2 1 H _ CH2 .^a^5 



CN O / C?3 



^-CH 2 - 2 - 2 1 * H "CH 2 - ff C-^ 



HC^C O / CF3 

897 ^V CHa - 2 2 1 - H -CH 2 -»C^Q 

_ O CF3 

898 ho 2 C-Q-CH 2 - 2 2 1 H -CH 2 -£C-£5 

OCH 3 O , CF; > 

899 r-i.ru.- 2 2 1 - h _ CH ,.^a^r 



900 H,C0 2 C-^_y-CH 2 - 2 2 1 - H -ch 2 -n-c- w 

O , CF > 

°* N v_ n .CF, 



0~CH 2 - 2 2 1 - H _ CH2 .^?^ 
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Table 1.8 3 



Compd. R V(CH 2 )j- k m n chirality R 3 "(CH 2 )p+-(CH 2 )q-G-R 6 
No. Pr K Ft 5 

H3C Vv o 

V_f" CH 3" 2 2 1 - H - C h 2 -n-£-h(3 

OCH 3 H 

HO O , CF 3 

904 /=V C H 2 - 2 2 1 



903 



912 



H _ C H 2 -N-C-(^ 
905 ° 2K |>CH 2 - 2 2 1 H -CHrN-C W 



CI 




H \=/ 

,CF 3 



906 (~}-(CH 2 )3- 2 2 1 - . H _ C h 2 -n-c-^ 



907 ^ V 2 2.1 - H - C H 2 -N-C 



908 



CF 3 



CH(CH 2 ) 2 - H 

O / CF 3 



0 , r 



CF 3 



910 C^>CH 2 - 2 2 1- H .c^c w 

ci. o F> 

911 >=^ CHj _ 2 2 1 - H -CH^ChQ 



0- CHj_ 2 2 1 - H -CHrN-c-Q 



913 H 3 CO-Q-CH 2 - 2 2 1 - H _ CH2 .n.?_M 



CF 3 



H \=/ 
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Table 1.8 4 



Compd. R V(CH 2 )- k m n chirality 
No. Pr 



"(CH 2 ) F t-(CH 2 )5-G-R 6 



914 O-ch^-Q-ch,- 2 2 1 



OH 



915 QkchCH 2 - 



2 2 1 



916 tQ-CH 2 - 2 2 1 



H 



-CHj-Nf-C 



CF 3 



H W/ 



O / 



CF 3 



- CH2 -£T c -w/ 



CF, 



■ CH2 -[f c -w 



917 



920 



921 



923 



924. 



CH,- 2 2 1 



918 H,co l ccH,-Q-« t - 2 2 1 



.919 H 3 C-(^-CH 2 - 2 2 1 



.OCF, 



0- 




CH 2 - 



CH 2 - 



2 2 1 



2 2 1 



922 |>-CH 2 - 2 2 1 



2 2 1 



CH— 



H ^<L 2 2 1 

Q-CHr 



H 



H 



H 



H 



H 



H 



o /■ 
0 , CF > 

-CH 2 -N-C-<Q 



-CH 2 -N-C- 



-CH 2 -^C-^ 



CF a 



P F 3 



-CH 2 -N-C- W 



CF 2 . 



-CH 2 -N-C-/~i 



CF 3 



H \=/ 



O / 
-CH 2 -N-C-/~\ 



CF 3 



H \==/ 

-CFj 



9 



-CHr-NHO 



WO 01/42208 



PCT/JPOO/08627 



1 0 7 



Table 1.85 



Compd. R S_(CH 2 ) r k m n chirality R 3 
No. ?r 



-(CH 2 )pf-(CH 2 ) r G-R 6 
R s 



925 h 2 *c-T>-CH 2 - 2 2 



930 



931 



932 



933 



935 



926 0 _CHr "0- CH '- 2 2 



927 /=\ „„_ 2 2 



Q-CH 2 - 



928 FjCO-^^-CHj- 2 2 

929 HjCS-h^-CHj- 2 2 



CH, 
0~ CHr 



CH 2 - 



N0 2 

cK />-CH r 



NO; 



-CH- 



2 2 



2 2 



2 2 



2 2 



934 ^}-CH 2 - 2 2 



O*- 2 2 



H 



H 



H 



H 



H 



H 



H 



S? 



-CHj-N-C- 



.CF, 



P F 3 



P F 3 



- CH ^-fT c W 



P F 3 



P F » 



-CHj-N-C- 
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Table 1.8 6 



Compd. R Vjc^v- k m n chirality R 3 
No. Pr 



"(CH 2 )p|-(CH 2 )5-G-R 6 



936 



Q- CH 



CH 2 - 



2 2 1 



H 



-CHj-N-O 



P F 3 



937 (h 3 c) 2 n-(^}-ov 2 2 1 



938 c^nfW .2 2 1 



H 



-CHj-N-C- 



0 2 N 

939 ch-<>ch 2 - 2 2 1 



940 



OH 



CH 2 - 



2 2 1 



H 



P 



-CHj-N-O 



941 



CH 2 - 



2 2 1 



942 Ci~\ Vch 2 - 2 2 1 



943 a-< )-CH 2 - 14 0 



H 



H 



H 



P F 3 



CF 3 



CH(CH 3 ) 2 CF 3 
P F 3 



-CH 2 -N-C 



944 a-C >-ch 2 - 1 4 0 



H 



-CH 2 -N-C-f 7 



PH 3 



H \=/ 



945 Ct-(3~ CH 2" 14 0 



-CH 2 - 



H \=/ 



946 Cl-< )-CH 2 - 1 4 0 



-(CH 2 ) 2 -N-C-Q-N0 2 
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Table 1.87 



Compd. R V( CH2 v_ k m n chirality R 3 
No. 



-(CH 2 )X( 



-(CH 2 )p-f-(CH 2 )^G-R 6 
R 5 



947- ci-\>-CH a - 1 4 0 



H 



-<CH 2 ) 2 - 



,OCH 3 
OCH, 



948 Ci-4 >-CH 2 - 1 4 0 



H 



-(CH 2 ) 3 - 



949 Ci-i }-CH r 1 4 0 



H 



? 

-(CH 2 ) 3 -C-£f-CH 2 -^ j> 



950 Ct-i )-CH 2 - 0 4 1 



951 . . Ch-0- CH 2- 1 2 0 R 



9 ^ 9 



-CHj-N-C-^^-O-C-CH: 



952 Ch-()- CH 2- 12 0 R 



H 



-CHj-N-OH^^-NfCHa), 



953 ci-Q-ch 2 - 12 0 R 



954 ci-i)-CH 2 - 12 0 R 



955 ci-0- ct V 12 0 R 



956 cK>-CH 2 - 12 0 R 



957 ct-0-CH 2 - 12 0 R 



H 



H 



H 



H 



-(CH 2 )j-N-0-Q-N(C H 3 ) 2 

H 3 C-NH 
H 3 C-NH 

P 



-(CH 2 ) 2 -!^C 



HO 



9 



OH 



-CHjr-N-C- 
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Table 1.8 8 



Compd. R V(CH 2 ) r k m n chirality R 3 
No. Pr 



-(CH 2 )pf-( 



-Q6 



-(CH 2 )pt-(CH 2 )5-G-R 
R 5 



958 ci-( VcHj- 12 0 R 



H 



-(CH 2 )2-N-C 



959 O-i >-CH 2 - 12 0 R 



H 



-CHz-N-C-^^-N-C-CH 



960 D-< >-ch 2 - 12 0 R 



H 



0 . o 

"(CH^r-N-C-Q-N-C- CH 3 



961 Ci-<>-CH 2 - 12 0 R 



H 



- c n c_ 0-!r cH3 



962 Qi-i ~>-CH 2 - 1 2 0 . R 



9 



-(CHjJj-N-C-Q-N-CH, 



963 Cl-Q-CH 2 - 12 0 R 



H 



-(CH^z-N-C-^^-OH 



964 ci-Q-CH 2 - 1 2 0 



-CH2-N-C-^^-C0 2 CH 3 



965 CK- )-CH 2 - 12 0 R 



H 



-(CH 2 )2-NhC-^^- OD 2 CH 3 



966 Cf-\ >-CH 2 - 12 0 R 



H 



— CH^N-C- 



9 

C-CH 3 



967 ct-C >-CH 2 - 12 0 R 



-(CH 2 )r-N-0 



C-CH 3 



968 Ct-\ >~CH 2 - 12 0 R 



H 



-CHj-N-C- 



-NH 
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Table 1.8 9 



Compd. R V(CH 2 ) r k m n chirality 
No. Fr 



R 3 



"(CH 2 )X(CH 2 )5-G-R 6 
R 5 



969 cmQ^-cHj- 12 0 R 



970 cK >-CH 2 - 12 0 R 



971 CI- 0" CH2 " 12 0 R 



972 ci-( )-ch 2 - 12 0 R 



973 Ct-{ >-CH 2 - 12 0 R 



974 Ci-Q- 



ch 2 - 12 0 R 



975 CK )-CH 2 - 12 0 R 



976 C\-C )-CH 2 - 12 0 R 



977 a-i}-CH 2 - 12 0 R 



978 CK >-ch 2 - 12 0 R 



979 ci-C >-ch 2 - 12 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



-(CHj^C-^j^NH 

-ch^n-chQ 

p V N(CH 3 ) 2 



p ,N(CH 3 ) 2 



-(CH 2 )2-N- 



NH, 



-CH2-NJ-G-^^-NH 2 



P 



-(CH 2 )r-I^C-HQ-NH 2 



_ CH ^ CH Q 
-tCH 2 )a-W-0-Q 

p 



-CHj-N-C-^J^-NH 



-(CHjiJj-N-C 



0 N 

[t" c- 0' N,H 
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Table 1.90 



Compd. R 'S-(CH 2 )r 
No. Pr ' 



k m n chirality R 3 -(CHjJpT-CCHgfe-G-R 6 



980 ci-^^-ch 2 - 12 0 R 



981 O-C >-CH 2 - 12 0 R 



982 ct-^y~ CH 2 - 12 0 R 



H 



p 

0 HN-C-CHj 

9 

HN-C-CHj 



-(Of 



nk5 

9 



(H 3 C)jN 



983 a-^^-CH 2 - 12 0 R 



H 



-(CHaJj-N-C-Q 
(H 3 C) 2 N 



984 .Ci-i />-CH 2 - 12 0 R 



H 



-CHj-N- 



CH 2 OH 



985 ci-£^-ch 2 - 12 0 R 



-{CH 2 ) 2 -J+-C-^^-CH 2 OH 



986 



12 0 R 



H 



}-CH-CH 2 - 
987 f\ 2 2 1 



H 



-CH 2 -N-C 



988 Ci-\ }-CH 2 ~ 1 4 0 



- C „_N- C _Q 



989 a-£^-CH 2 - 1 4 0 



H 



P 



-CH2- NhC-OCH ; 



990 Ch- Q>-CH 2 - 1 4 0 
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Table 1.91 



c °No pd p^ (CH2)r k m n chiralit y 



R 3 



"(CH 2 )X( 



-(CH 2 )p-h-(CH 2 )5-G-R 6 
R 5 



991 CK >CH 2 - 1 4 0 



H 



992 ct-(3- CH r 1 4 0 



9 M 

-(CH 2 ) 2 -C-<( >-OCH 3 



993 ct-(3~ CH 2" 1 4 0 



994 Ch-{~>-CH 2 - 1 4 0 



H 



-(CH 2 )2-C- 




,CH 3 



H 3 C 



-(CH 2 )3-CH^ 



995 Cfi )-CH 2 - 1 4 0 



H • -(CH 2 )3-C-Q-OCH 3 



996 Ct-( >-CH 2 - 1 4 0 



997 a-< /-CM,- 2 2 1 



998 ci-{ )-CH 2 - 2 2 1 



999 ci-(~}-ch 2 - 2 2 1 



1 000 ci 



i-Q-CHj- 2 2 1 



1001 cmQ-CH 2 - 2 2 1 



H 



H 



H 



-(CH 2 )3-C- 



CH, 



CH 2 CH(CH 3 ) 2 



CH 2 CH(CH,) 2 



i? /=< CH3 

CHaCKCH^ 
CH 2 CH(CH,) 2 
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Table 1.92 



Compd. R S_(CH 2 ) r k m n chirality . 'R 3 
No. Fr 



(CH 2 )p-h(CH 2 fe-G-R 6 



1 002 O 



ch 2 - 2 2 



1003 C\-\_yCH 2 - 2 2 



1 004 Ci 



CH 2 - 2 2 



1005 Ch-C>-CH r 2 2 



1006 Ch-Q-CH^ 2 2 



1007 Ci 



1008 ci 



1009 C 



1010 C 



1011 C 



1012 Ci 



CH 2 - 2 2 



CH 2 - 2 2 



CH 2 - 2 2 



CH 2 - 2 2 



CH 2 - 2 2 



CH 2 - 2 2 



H 



H 



H 



H 



H 



H 



H 



H 



PCF 3 



CH 2 CKCH 3 )2 . 

CHiCHICKbh 

O , 0CH 3 

CHjCKCHjfe OCH 3 

0 , 0CH 3 
-^H-N-C--Q-OCH 3 

CH 2 CH(CHb) 2 0° H 3 

J P^^0 H 3 

- (j:h- n-c-^^- cx: H 2 CH 3 

CH 2 CKCH 3 ) 2 

O OC^CH 3 
-CH-N-C-^^-OCHaCHa 
CH 2 CH:CH3} 2 OCHjCH3 . 

<CH 2 ) 2 -£-NH 2 

o 



OCH, 



(CH^rf-NHj 
o 



O PCHjCH, 

k5 



(CHsJj-J-NHj 
O 



(CH^-NH, . 
O 



(CHjlr-^-NH, OCHj 
O 
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1 1 5 



Table 1.93 



°T pd - ^< CH 2)r k m n chirality R 3 

NO. R 



~(CH 2 )X( 



"(CH 2 )p-f-(CH 2 )5-G-R 6 
R 5 



1013 a-i /-CHj- 2 2 1 



OCR, 



{CH^rf-NH, OCR, 



OCH : 



1014 C! 



CH 2 - 2 2 1 



1015 C*-\yCH 2 - 2 2 1 



H 



H 



-^N-C-Q-OCHjCHa 
{CH2)r<J-MH 2 

o 



pCHjCHj 



OCHjCH 3 



1016 CI 



ch 2 - 2 2 0 



H 



P 



-CHj-N-G 




1017 .CI 



CHj- 2 2 0 



H 



CHj-N- 1 



P 



1018 ci-Q-CH r 2 2 1 



1019 c: 



ch 2 - 2 2 1 



pCHjCH 3 



PCH2CH3 



-CH 2 -J^C-^V0CH 2 CH 3 
OCH2CH 3 



1020 ci 



CH 2 - 2 2 1 



OCH 2 CH 3 
-CH 2 -N-C-( VOCH3 



9 r< 



1021 C 



-o- 



CH 2 - 2 2 1 



1022 o-(^-ch 2 - 2 2 1 



1023 ci 



CH 2 - 2 2 1 



H 



H 



P w 

F 3 CCH 2 0 



OCH 2 CF 3 



(5) P 



OCH 3 



-0 

CH 3 OCH; 



-CH-N-O 



(5) ? 
CH 3 



CH 2 CH 3 
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Table 1.94 



C °No Pd ' R^ (CH2) r k m n chiralit y R 5 



"(CH 2 )p"T~(CH 2 )5-G-R 6 
R 5 



1024 ci-\>-ch 2 - 2 2 1 



1025 o-h^-ch 2 -. 2 2 1 

1026 Ch-^-CH 2 - 2 2 1 



1027 . Ci-{^-CH 2 - 2 2 1 



1 028 ci 



1 029 Ct-Q- 



CH,- 2 2 1 



CH 2 - 2 2 1 



1030 ci-\ >ch 2 - 2 2 1 



1031 a-( >-ch 2 - 2 2 1 



1 032 Ci 



CH,- 2 2 1 



1033 Ci-C >-CHj- 2 2 1 



1034 Ci-(.>-CH 2 - 2 2 .1 



H 



H 



H 



(S) 9 



OCHj 



-<j;h-^c-^Voch 3 

CH 3 OCH 3 
(S) p PCH 2 CH 3 
-^H-^C-^J-OCH 2 CH 3 
CH 3 

(S) ? w°° H2CH3 

-^Hhf^C-^ = V OCH 2CH 3 
CH 3 OCHzCHa 

9 V^ CHzCH3 

"f^H 0 \=/ 0CH3 



-JH-«~Q 
CH 3 OCH 2 CF 3 

(S) 9 / OCH ^ H 3 
-CH-Jj-C-^O 

CH 3 



CH 3 



OCF3 



OCH3 



CH 3 

I H W 
CH 3 OCH3 

<«> 9 _W CH?CH3 

CH 3 

i h W 

CH 3 OCH 3 
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Table 1.9 5 



Compd. R S-(CH 2 ) r k m n chirality Ft 3 -(CH 2 )r|-(CH 2 fc-G-R 6 



No. R 



1035 CY-l >CH 2 - 2 2 1 



1036 Ci-Q-CH r 2 2 1 



1037 C\-C >-ch 2 - 2 2 1 



1038 Ch-^~)-CH 2 - 2 2 1 

1039 Ch-(3~CH 2 - 2 2 1 



1040 Cr-< >-CH 2 - 2 2 1 



1041 Cr-i >CH 2 - 2 2 1 



H 



H 



H 



H 



CH-J^C-^J)-OCH 2 CH 3 



pCH2CH 3 



OCH 2 CH 3 



CH 3 

-CH-J^C-^VOCH 2 CH 3 
CH 3 OCH 2 CH 3 
(A) 9 _PCH 2 CH 3 
-CH-NhC-^f>-OCH 3 
CH 3 

« ?r 

-CH-N-C-Q 
CH 3 OCH 2 CF 3 
(fl) p ,OCH 2 CH 3 

-CH-N-C-Q . 
CH 3 



f OCF 3 



CH 3 



OCH 3 



« VP 



CH 3 



1042 Ch-Q-CH 2 - 2 2 1 

1043 Cr-Q^CH 2 - 2 2 1 



1044 Ch-4 ]^CH 2 - 2 2 1 



1045 ChQkch 2 - 2 2 1 



H 



H 



-CH 2 -N-C-< 7 



H >=/ 
H 2 N 



-CH 2 -N-C-Hf y 



H >=/ 
H 2 N 



-CH 2 -N-C-f x ) 



P H 3 



H >=/ 
H 2 N 



-CH 2 -N-C-0 
H 2 N 



OCH 3 
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Table 1.96 



C T pd ' n^ CH 2)r * m n chirality "r 3 "(C^Ach^G-R 6 

NO. R R5 



1046 Ct-ij-CHt- 2 2 1 



1047 Ci-4 >-CH 2 - 2 2 1 



1048 ct-\ hour 2 2 1 



1049 Ct-< >-CH 2 - 2 2 1 



1050 Ch-( )-CH,- 2 2 1. 



1051 Cf-\>-CH 2 - 2 2 1 



1052 ct-Q-CH 2 - 2 2 1 



1053 Ct-\ i-CHj- 2 2 1 



1054 CmQ>-ch 2 - 2 2 1 

1055 cmQ-ch 2 - 2 2 1 



1056 Ci-C )-CH 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



H 



h 7 n a 



-CH 2 -N-G 




,CH 3 



H 2 N CH 3 



y P CH 3 



-CH^CH0H 



OCH 3 
H 2 N OCH3 
pH 3 



-CH 2 -N-C-f > 



H )=( 
H 2 N Br 



CH 2 CH(CH3) 2 OCH3 
<S) 9 CH 2 CH 3 



OCH 3 



• CH 2 CH(CH3) 2 



OCH3 



CH 2 CH(CH3) 2 OCH3 
~ OCH 2 CH 3 
-^H-N-C-^^-OCHzCHa 
CH 2 CH(CH3) 2 

-^H-N-C-^_V° CH 2 CH 3 
CH 2 CH(CHa) 2 OCH 2 CH 3 

(5) 9 PCHjCHj 
CH 2 CH(CH3) 2 



(S) 
-CH-N-C- 
I H 



OCH 2 CF 3 



CH 2 CH(CH3) 2 OCH 2 CF 3 
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Table 1.9 7 



C °No Pd ' R2^~ (Ch,2) r k m n chiralit y R3 



-(CH 2 feTT( 



"(CH^CCH^G-R 6 
R 5 



1 057 c 



ch 2 - 2 2 



1058 ct-(~}-CH 2 - 2 2 

1059 Ci-(7}-CH 2 - 2 2 



1060 Ct-Q~ CH 2" 2 2 



1061 O 



CH 2 - 2 2 



1062 ci-4 )-CH 2 - 2 2 



1 063 Ci 



1064 Ci 



ch 2 - 2 2. 



CH 2 - 2 2 



1065 Cf-{3~ CH 2" 2 2 

1066 Ct-Q-CH 2 - 2 2 



1067 Cl 



CH 2 - 2 2 



• H 



H 



(fl) 

] H \=/ 
CH 2 CH(CH3) 2 



,OCH 2 CH 3 



,9 -tM" 



OCH 3 



CHjCHfCHJj 



CH 2 CH(CH3) 2 



-CH-J^C-^J-OCHa 
CH 2 CH{CH3) 2 

CH 2 CH(CH 3 ) 2 OCH 2 CF 3 



(5) 9 
CH 2 CH(CH3) 2 



" US 



PCH 3 



CH 2 CH(CH3) 2 



PCF 3 



CH 2 CH(CH3) 2 

o P CH 3 

i H W 
CH 2 CH(CH 3 ) 2 OCH 3 

9 ' CHsCH3 



-CH-N-C- ^ 
CH 2 CH(CH3) 2 

^ OCH 3 

1 H W 
CHzCHfCHJz OCH 3 
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Table 1.9 8 



Cornpd. R V(CH 2 ) r 
No. P> 1 



k m n chirality R 3 



"(CH 2 )X(CH 2 )5-G-R 6 
R 5 



1068 Ci-0-ch 2 - 2 2 1 



1069 O-O-CH2- 2 2 1 



1070 Cl-<>- CH J - 2 2 1 



1071 Ci-^-CHj- 2 2 1 

1072 Ch-Q-CH r 2 2 1 



1073 ci-i)- CH 2- 2 2 1 



1074 Ct-i>-CH 2 - 2 2 1 



1075 



CH 2 - 2 2 1 



1076 Cl-O-CHa- 2 2 1 



1077 cK )-CH 2 - 2 2 1 



1078 Ci-O-CHj- 2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



(flj OCH.CH, 
-CH-N-C-^^-OCH 2 CH 3 
CH 2 CH(CHa) 2 

-CH-N-C-fVOCH 2 CH3 
i H \=< 
CH 2 CH(CHa) 2 OCHjCHs 

-jM-^-^jT 50 * 

r H \^-C(CH 3 )3 

-CH-N-C-(_J 
CH^OCHj-Q) 

-pr°-0 

9 



9 
OCI 



I 



-o 
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Table 1.9 9 



Compd. R ^( C H 2 ) r k m n chirality R 3 
No. R 2/ ' 



-(CH 2 )p|-(CH 2 )5-G-R 6 
R 5 



1079 Ch-Q-CHj- 2 2 1 



1080 



CH 2 - 2 2 1 



1081 cr-O-CHj- 2 2 1 



1082 C>-Q-CH 2 - 2 2 1 

1083 Cl-^-CH 2 - 2 2 1 



1084 



CH 2 - 12 0 R 



1085 Ch-Q-CH 2 - 



12 0 R 



H 



H 



H 



H 



OHjOCHj-^ 



OCHjCH, 



CHjOCHj-^ 



CHj 
CH 3 

-CH 2 -N-C-0 
H 2 N 



N0 2 



H 2 N 




1086 Cl— i >"CH 2 - 



1 2 0 R 



H 2 N 



1087 C 



12 0 R 



1088 C 



o 

CH 2 - 1 2 0 R H _ CH2 _n. c _<QP 



1089 ci-0~' CH! " 12 0 R 



WO 01/42208 
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Table 1.100 



Compd. R V (CH2 ) r k m n ch irality R 3 ~(CH 2 )pT7 
No. Pr ° 5 



-D6 



(CH 2 )p-h-(CH 2 )5-G-R 
R 5 



1090 CMk /-CH r 



1094 



1091 CK /-CH 



;, -0- c 



1092 cK\ i^cHj- 



1093 Ch-i/-CH 2 - 



CH 2 - 



1095 Ct-iJ-CH, 



1096 cihQ-ch 2 - 



1097 CK >-CH 2 



1 098 Ci-^}~ CH 2" 



1099 cK\ /"CHj- 



1100 CK /"CK 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



»k5 



r OCH 2 CH 3 



9 

-CH 2 -N-C 



-CH 2 CH2-N-C- 



P 




.CI 



H 2 N 



— CH2CH2" 



NO, 



H )=/ 
H 2 N 



— CH 2 CH 2 — N- 



P 
H 2 N 



P 



~CH 2 CH 2 -N-D 

. H 



P 



-CH 2 CH 2 -^C^J| 
H 



-CH 2 CH2-^ 



Q OCHzCMs 

jk5 



-CH 2 -N-C-^^-CH 3 
-CH 2 -N-C-^-F 
-CH 2 -N-C-^-P 
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Table 1.101 



Compd. R V(CH 2 ) r 



No. R 



k m n chirality R 3 



-(CH 2 kT7( 



,-Q 6 



"(CH 2 )p-h-(CH 2 )5-G-R 
R 5 



1101 cHk yy-CHi 



12 0 R 



1102 c>-~0- CH *" 12 0 R 



-CH 2 -N-C-^J)-CH 3 

9 / CH > 
-CH 2 -N-C-^^- N0 2 



1103 H 3 C-0~ CH ^ 12 0 R 



9 



Br 



-CH 2 -N-C-(_7-CH3 



1104 H 3 C 



HaC-O-CHr 12 0 R 



H 



-CH 2 -N U CH^J^F 



1105 HJ>f\-CHr 12 0 R 



-CH 2 -Nh 



1106 h 3 c-0- ch *- 12 0 R 



H 



ff 



-CH 2 -r*C-(_)-CH 3 
H 



1107 H 3 C-0" CH 2- 12 0 R 



9 f H > 
-CH 2 -N-C-^J^-N0 2 



1108 



1109 



1110 



1111 



:h 3 

-CH 2 - 

CH 3 
CH 3 
^-CH 2 - 
CH 3 
PH 3 

CH 3 
CH 3 

CH 3 



CH- 



1-2 0 R 



12 0 R 



12 0 R 



12 0 R 



-CH 2 -N-C-( VCH 3 



Br 



-CH 2 -N-C-^-F 



-CH 2 -N-C-^-F 
-CH 2 -N-C-^-Ch 
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Table 1.102 



Compd. R S-(CH 2 )r k m n chirality R 3 
No. Pr 1 



-(CH 2 )i(CH 2 )q-G-R 6 



1112 



1121 



CH 3 
CH 3 



CH 2 - 12 0 R 



1113 Ct-i )-CH r 2 2 1 



1114 Ci-i )-CH s - 2 2 1 



1115 Ci-< )-ch 2 - 2 2 1 



1116 CH< >-CH r 2 2 1 



1117 Ch-(>-CH r 2 2 1 



1118 OtrH> a v 



12 0 R 



1119 h 3 cs-0- ch 2- 12 0 R 



1120 



H 3 cq 

<Q)-CH r 1 2 0 
OCH 3 



H 3 q 

0 2 N-^^-CH 2 - 



12 0 R 



1 1 22 WChCW-< _^-CHr 1 2 0 

CH(CH,)j 



H 



H 



H 



H 



H 



H 



0 / CH > 
-CH 2 -N-C-^Jh-N0 2 

-ch 2 -^c-^Jhch 3 



Br 



-CH 2 -N-0 



-CH 2 - 



-tCH 2 -N-C-h^-CH 3 
-CH 2 -N-C-^^- NO z 

MS 



? 

-CH 2 -N~0 



2 



9 

-CH 2 -NhO 



f CF 3 



r CF 3 



-CH 2 -N-C' 



P F 3 



P F 3 
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Table 1.103 



Compd. R V- (C H 2 v_ . k m n chirality "R 3 -(CH 2 )pf-i 
No. Fr ° 5 



(CH 2 ) F t-(CH 2 ) 5 -G-R t 
R 



1123 ^}~ CH2 - 1 2 0 R H 



1124 



CH 2 - 



12 0 R 



1125 Ct-( >-CH r 2 2 1 



1126 Ch-6>-CH 2 - 2 2 1 



1127 Ci-( )-OH c 2 2 1 



1128 0-C>-CH*- 2 2 1 



1129 C»-( >-CH 2 - 2 2 1 



1130 C^-</-CH ^ 2 2 1 



1131 Ch-Q-CHr 2 2 1 



1132 Ci-( )-CH r 2 2 1 



H 



H 



. H 



— CH-N-C-^^-Br 



n 3 



-CH-N" 
I H 



O^OCHj-Q 



H 3 cq 



1 1 33 H 3 CO-Q>-CH s - 



12 0 R 
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Table 1.104 



Compd. R V (CH2) k m n chirality R 3 -(CH 2 )pf-i 
No. 9r ° 5 



-q6 



1134 



1135 



1136 



1137 



1138 



1139 



1140 



1141 



1142 



1143 



1144 



H 3 CC( 



CH 2 - 



H 3 CO 

r 





CH 2 - 
N0 2 



CH 2 - 



H3CO 



Br 



0 2 N 



^CH 2 - 



cP" CHr 



o 



CXjQ 
CHjO-S, >-CHr 



H 3 cq 



H3CO 



^)-CH 2 - 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



H 



H 



H 



(CHj.Jp-HfCH^G-R 1 
R 



-CH 2 -N-C- 



P^a 



-CH,-N-C-(_) 
-CHj-N-C-^J 



-CHj-NhO 



9. 



-CHf N-C- 



-CHf-N-O-^ 
-CH 2 -NHC-^ 



P F 3 



P F 3 



9 

-CH 2 -NhO 



9 



-CH 2 -N-C- 



9 

-CH 2 -N-C 



»h5 



P F 3 



PP3 
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Table 1.105 



Compd. R V (CH2) k m n chirality 
No. Fr 



-(CH 2 )i( 



-(CH 2 )pH-(CH 2 )5-G-R 6 
R 5 



1145 



H 3 CO^ 
H 3 co_ Q h " CHr 

N0 2 



1146 0~ m,0 ~0" CHr 



1147 HjC-c-{^3~CHr . 



1148 



1149 



1150 



1151 



1152 



1153 



1154 



1155 




CH 2 - 



CH 3 

CH 3 
CH 3 

-CH 2 - 
CH 3 

CH 3 
CH 3 

CH 3 

:h 3 

-CH 2 - 

CH 3 
CH 3 

CH 3 
CH 3 
-CHj- 

CH3 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



H 



-CH 2 -N-D 



P F 3 



? 

-CH 2 -N-0 



, CF 3 



,OCH 2 CH 3 



-CH 2 -N-D 



CH Z CH 3 



-CH 2 -N-C-CH 2 - 



9 /= 

> 

9 



- CH ^ c - H vO r 



9 r^^CH, 



2 0 R H - CH =-[f c ^O' 



9/^CH 3 
F 3 C 
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Table 1.10 6 



Compd. R S-(CH 2 ) r k m n chirality 
No. Fr ' 



~(CH 2 )p?-( 



•(CH 2 )p-i-(CH 2 )q-G-R 
R 5 



1156 



1157 



1158 



1159 



1160 



1163 



1165 



1166 




OU- 



CH, 
CH 3 




CH 2 - 



CH 3 
CH, 



fr»r 



CH 3 
CH 3 




CH 2 - 



CH 3 
PH 3 



fr 

CH, 



CHj- 



.OH 



1161 H 3 CO-(^-CH 2 - 

CH 3 

1162 H 3 C0-O-CH 2 - 

H 3 C 



H 3 CO-^^-CH 2 - 



H3 S=s 

1164 H 3 CO^Q-CH 2 - 



CH 2 - 



H 3 CO-^^-CH 2 - 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2.0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



H 



H 



H 



H 



9 O^CfCHah 
-CHi-N-C-yf 



9 c,SCH 3 



-CH 2 -^C-hQT 




P 

-CH 2 -N-0 

H 2 N CI 

<H 2 -^C-/VOCH 3 
H 2 N OCH 3 



,CH 3 



H )==< 
H 2 N Br 



-CH 2 -N-C-(5 
-CH 2 -N-C-^ 



9 

-CHj-N-O 



-CH 2 -NHC-^ 



.CF 3 



-CH 2 -N-D 
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Table 1.107 



Compd. R V(CH 2 ) r k m n chirality Ft 3 
No. Fr 



*(CH 2 )p|-(CH 2 )5-G-R 6 
R 5 



1167 C(-6J>-ch,- 2 2 1 



-CH 2 -N-CH^ 



1170 



1 168 r 2^ch 2 - 



1169 ^f-vy^ 



CH 2 - 



1171 CI-Q>-CH 2 - 



1172 CI-£ >-CH r 



1173 CK >"CH 2 - 



1174 O-i >-CB 



1175 H,c-4 i-CH r 



1176 h 3 c-<\ />-CH 2 - 



1177 H 3 C-^ /-CHj- 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0' R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



-CH } - 



9 ^ CFa 



9 



~CH 2 -N-0 



-CH 2 -N-C* 



jcf 3 



pH 3 - 



-CH 2 -N- C-^J^- Br 



9 ^^OCH 3 
-CH 2 -NhC- 

H 



9 

H 2 N 




-CH 2 -N-C-^J-Br 
H 
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Table 1.108 



C °No Pd ' R 2^ (CH2) *~ k m n chira,it y 



R 3 



"(CHa^fCH^G-R 6 
R 5 



1178 h,c-{ >-CH 2 - 12 0 R 



1179 H 3 C-\ >-CH 2 - 12 0 R 



H 



H 



-CH 2 -N-C-^ 
H 2 N 

-CH.-N-C-^) 
H,N 



1180 H 3 C-i )-CH 2 - 12 0 R 



H 



H 



CH 3 



1181 



1182 



1183 



1184 



1185 



1186 



CH 2 - 12 0 R 



CH 3 

:h 3 



-CH 2 - 12 0 R 



CH 3 
CH 3 



CH 3 
H 3 



CH 3 

-CH 2 - 
CH 3 

-CH 2 - 
CH 3 



12 0 R 



ch 2 - 12 0 R 



12 0 R 



12 0 R 



1187 0-< >CH 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



-CH 2 -N-C< 



9 



H 



■ ch ^ c -vu 

H 




. H 2 N 

-CH 2 -N-C-0 
H 2 N 



.NO, 



-CH 2 -N-C- 



P aK° H 

_ C H 2 -jg.c-Q- 



,CH 3 
Br 



1188 Cr-< i-CHj- 2 2 1 



H 
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Table 1.109 



Compd. R V(CH 2 ) r 
No. ' 



k m n chirality R 3 



"(CH 2 ) F ¥-(CH 2 )q-G-R 6 



1191 



1192 



1193 



1194 



1195 



1196 



1197 



1198 



1199 



1189 • Ci-i>-CH 2 - 2 2 1 



1190 OH^-CH r 2 2 1 



CH, 

CH 3 
CH 3 

• CH 3 
CH 3 

-CH2- 
CH 3 
CH 3 

-CH 2 - 
CH 3 

-CH 2 - 
CH 3 

>-CH 2 - 
CH 3 
CH 3 

CH 3 
CH 3 

CH 3 
CH 3 

CH 3 



12 0 R 



1 2 0 R 



1 2 0 R 



12 0 R 



12 0 R 



12 0 R 



1 2 0 R 



1 2 0 R 



12 0 R 



H 



H 



H 



H 



H 



H 



H 



9 ^^ OCH 3 



H 

9 

-C- 
H 2 N 



^CH 2 -N-C-0 




9 




-CH 2 -N-C-^-F 



F 

P F 3 



-CH 2 -N-C-^ 



,OCF 3 



9 

-CH 2 -N-C 



-CH 2 -N-D 



-CH 2 -N-C-f > 



NO, 



P p 3 



H )==/ 
F 



-CH 2 -N-C~f > 



CI 



H N=/ 



pH 3 



H W 
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1 3 2 



Table 1.110 



Compd. R S-(CH 2 )r- k m n chirality 
No. R^ 



R 3 



-(CH 2 )X( 



ICH^CCH^G-R 6 
R 5 



1200 



1201 



1202 




CH 2 - 12 0 R 



CH, 
CH 3 



-CH r 12 0 R 



12 0 R 



CH, 
CH, 
^H ? - 
CH 3 

1203 h 3 C-^-ch 2 - 1 2 0 R 

1204 - H 3 0-O- CH r 1 2 0 R 



1205 h 3 c-4 J^ch 2 - 12 0 R 



1206 h 3 oh( >-ch 2 - 1 2 0 R 



1207 H 3 C-( >-CH 2 - 12 0 R 



1208 



H 3 C-^~^-CH 2 - 12 0 R 



1209 H 3 C-( )-CH 2 - 12 0 R 



1210 H 3 CH( }-CH r 12 0 R 



H 



H 



H 



H. 



H 



H 



H 



H 



CI 

"CH 2 -N-C-^^-F 



-CH 2 -N-0 
H 




? 



9 



-CH 2 -N-C- 




F,C 



P F 3 



OCF, 



Br 



9 W CF3 

-CH 2 -N-C-f > 



H )==/ 

F • 



9 

-CH 2 -N-C- 



-CH,-N-C-(_) 



H \=< 
CI 
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1 3 3 



Table 1.1 1 1 



c °No pd R^ >-(CH2)r k m n chiralit y R3 



"(CH 2 )X(CH 2 )5-G-R 6 



1211 h 3 c-0-ch 2 - 12 0 R 



1212 h 3 o-( )-CH r 12 0 R 



1213 CH-( ^-ch^- 2 2 1 



1214 a-\)-CHr 2 2 1 



1215 Or-C >-CH 2 - 2 2 1 



1216 0-QkCH 2 - 2 2 1 



1217 CH-0-CH 2 - 12 0 R 



ch,- 12 0 R 



1 21 8 <>hQ-< 



1219 Cf-Q-CHr 12 0 R 



1220 Ch-4 >-CH z - 12 0 R 



1221 ch-( VcHr 12 0 R 



H 



_ C H 2 _£ C _Q 



-CH; 



-CHs-N-C- 




P F 3 



9 



C 



-CH 2 - 



-CH 2 -N-C- 




CI 



-CH 2 -N-G 




P F 3 



PH 3 



CH 3 



-CH 2 -M-C- 



N-C-^-C, 

-CH 2 -N-C-H0 
H 2 N 

-CH 2 -N-C-^^F 
H 2 N 
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1 3 4 



Table 1.112 



Compd. R V(CH 2 ) r k m n chirality R 3 -(CH 2 )pf- 
No. Pr K r,s 



-d6 



(CH 2 )pi7(CH 2 )5-G-R 
R 



1222 Ch-& >-CH 2 - 



1223 >-ch 2 - 



1224 >-ch 2 - 



1225 H 3 C-\ >-CH 2 - 



1 226 H 3 C-(7)-CH r 



1227 H 3 C-\ />-CH 2 - 



1228 H 3 C-\ ^-CH 2 - 



1229 H 3 C-\ >-ch 2 - 



1 230 h 3 c-h^-CH 2 - 

1 231 h 3 C-hQ>-Ch 2 - 



1 232 H 3 C- 



:- 0~ CHr 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



H 



H 



H 



H 



9 ^ch 3 

-CH 2 -j*C-Hfj 



H 



-CH 2 -N-C-^ 



9 



-CH 2 -NHO 




HO 



-CH 2 -N-D 




CI 




-CH 2 -N-C-< VCI 



NO 5 



, CF 3 



CH 3 



PH 3 



-CH 2 -N-C— 
H 2 N 




9 



-CH 2 -N-C- 




H 2 N 



H 



~CH 2 -N-C- w 



-CH 2 -N-C-f X > 



,N0 2 



H V=/ 
HO 
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Table 1.113 



Compd. R V(CH 2 ) r 
No. FT ' 



k m n chirality R 3 



~(CH 2 )otV(^ 



-q6 



-(C^Jp-HfCH^G-R 
R 5 



CH 3 

CH 3 
CH 3 



PH 3 

1233 £/" CH r 

CHj 
CH 3 

1234 Z- 

CH 3 
CH 3 

1235 ^ 

CH 3 
CH 3 

1236 rt~ CH 2- 

CH 3 
pH 3 

1237 ^ 

CH 3 
/ CHa 

1238 £/" CH *- 

CH 3 
PH 3 

1239 £[V CH 2- 

CH 3 
PH 3 

1240 of CH2 " 

CH 3 



CH 3 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



1 2 0. R 



12 0 R 



12 0 R 



1241 C\-i >-CH 2 - 2 2 1 



1242 Ci-( )-CH 2 - 2 2 1 



1243 Ct-( >-CH r 2 2 1 



H 



H 



H 



H 



H 



CI 



-CH 2 -Nj-C" 




CH 3 



-CH 2 -^C-^J~C( 




-CH 2 -£C- ^ 
H 2 N 



H 5 N 



-CH 2 -N-G 



s*0 

HO 

-CH 2 -N-C-f > 



H )= / 
CI 



9 >-< CH3 

-CH 2 -N-C-f) 



H 

F 



9 



CH, 



-CHj-N-C-^J-CI 
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Table 1.114 



Compd. R ^_( CH2)r 

k m n chirality R 3 



-□6 



■(CHg^CH^G-R 
R 5 



1244 Ch-^J-CH 2 - 2 2 1 



1245 CmQ~CH 2 - 2 2 1 



1246 CH< yOH r 2 2 1 



1247 CK\ h CH r 2 2 1 



1248 c\-i >-ch 2 - .2 2 1 



1 249 cmT)hch 2 - 12 0 R 



H 



H 



H 



H 



H 



-CH 2 -N-0 




HUN 




~OH 2 -^C-^J-F 
H 2 N 

-CH 2 -N-C-f _J 
H 



«CH 2 -^C-H^ 

sH5 



? 

-CH 2 -N-D 



N0 2 



HO 



-CH^N-C-^^-CI 



1250 h 3 c-0~ ch 2- 12 0 R 



H 



N0 2 



-CH 2 -N-C^JHC! 



1251 



H 3 




CH 2 - 12 0 R 



CH 3 



1252 C! 



12 0 R 



NO 2 



-CH 2 -N-C-f VCI 



-CH 2 -jNhO 



CH(CH 3 ) 2 



1253 h 3 c-< Vch 2 - 12 0 R 



H 



-CH 2 -fsJ-C- 



CH(CH 3 ) 2 



1254 ?Q^ CH 2- 12 0 R 

CH 3 



H 



9 



-CHj-N-O 



CH{CH 3 ) 2 
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Table 1.115 



Compd. R S-( CH2 ) r k m n chirality 
No. Fr 



~(CH 2 )X( 



-(CH 2 )p-|-(CH 2 )5-G-R 6 
R 5 



1255 Ci-(~)-CH 2 - 



1256 h 3 c-^ >-CH 2 - 



CH 3 



CH 2 - 



CH 3 



1257 



1258 H 3 C-i )-CH 2 - 



1259 



1250 



2H 3 

-CH 2 - 
CH 3 



1261 CI-(\ i~CH 2 - 



1262 h 3 C-^~^-CH 2 - 



1263 S/" CH ^- 

CH 3 

.1264 C-0~ CHr 



1265 h 3 C-^-ch 2 ' 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



9 



-CH 2 -N-G 




1-UN 



-CH 2 -M-C- 

2 H >=> 

H 2 N 




.Br 



Br 



-CH 2 - 



H ? N 

9 
-o 

H 2 N 




CI 



-CHj-N-C-^J 
H 2 N 



9 

~CH 2 -N-0 



,OCH 2 CH 3 



9 /^C(CH 3 ) 3 

-CH 2 -j|C-^T 

H 3 C 
H 3 C 

9 ^(CHj), 
H 3 C 




-CH 2 -N-C- ^ n 



-CH^N-CH^T 



WO 01/42208 



PCT/JP00/08627 



1 3 8 



Table 1.116 



Compd. R ^(CH 2 )- k m n chirality R 3 
No. Pr 



1266 



PH 3 
CH 3 



12 0 R 



1267 Ci-0-CH 2 - 1 2 0 R 



H 



"(CH 2 )ptV 
R 5 



;_Q6 



(CH 2 )pT-(CH 2 )5-G-R 



-CH.-N-c-yi, 

HiC 




-CH 2 - 



1268 Cf-0-CH 2 - 12 0 R 



1269 CH^}"CH 2 - 1 2 0 R 

1270 CH-(~)-CH 2 - 12.0 R 



1271 Ch-0-CH 2 - 1 2 0 R 



H 



9 



-CH 2 -N-C- 




-CH 2 -N-C- 



H 3 CO 



9 




HO 



-CH 2 -N-C- 



Cl 



Br 



CI 



^0 



HO 



1272 h,c-0- ch ^ 1 2 0 R 



-CH 2 -N- 



1273 H 3 C-<~>-CH 2 - 1 2 0 R 



1274 H 3 c-(~)- CH r 12 0 R 



1275 h 3 C-0~CH 2 - 1 2 0 R 



H 



9 



-CH 2 -N-C- 




H3CO 



CI 



Br 



h y==/ 

HO 



-CH 2 -NhC-< X > 



CI 



H >=/ 
HO . 



1276 H 3 C^T> CH ^ 1 2 0 R 



-ch 2 -n-chQ-f 



WO 01742208 



PCT/JPOO/08627 



Table 1.117 



13 9 



Compd. R V(CH 2 ) r 
No. Pr 1 



k m n chirality R 3 



"(CH 2 ) F f-(CH 2 ) r G-R 6 
R 5 



1277 A^-CHj.- 

•CH 3 
CH 3 

1278 p-CH 2 - 

CH 3 
CH 3 

1 279 ^~ CH J- 

CH 3 
PH 3 

1 280 £f CH 2 - 

CH 3 
,CH 3 

1281 £^-CH 2 - 

CH 3 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



H 



H 



-CH 2 -N-C- 



OCF, 



H 



-CH 2 -t^C-0 
H 3 CO 



-CHr-N-C-^J 
HO 

HO 



-CH 2 -hhC* 



-CHj-N-C- 



9 W N ° 2 



1282 C: 



CH r 2 2 1 



H 



- CH '-H UC ^C r 



OCF 3 



1283 cy~£)-CHr 2 2 1 



1284 ch ^y 



1285 Ci 



CH 2 - 2 2 1 



ch 2 - 2 2 1 



H 



-CH 2 -N-C-f 5 



H >=/ 
H 3 CO 



HO 

-CH 2 -N-C^J) 
HO 



1286 ^%os) 3 o-Qkch,- 12 0 R 



9 



-CHj-N-0 



P F 3 



NO, 

1287 0 2 M-^-CH r 12 0 R 



H 



-CH.-N-C-f > 



H \=/ 



WO 01/42208 
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1 4 0 



Table 1.118 



C °N nPd R2^" (CH2)r k m " chirality R3 



-(CH 2 )rf-( 



-(CH 2 ) F t-(CH 2 )q-G-R 6 
R 5 



1288 H 3 CO-^~)-CH 2 - 



CH 3 



'1289 



1290 



CH 2 - 



CH 3 
CH 3 



CH 2 - 



CH, 



1291 H,C-C>-CH r 



1292 H 3 C-< ^-CH 2 - 



1293 H 3 C-(v >-CHj 



1294 h 3 c-<\ >-CHr 



1295 H 3 C-\ >-CH 2 - 



1 296 h 3 c-hQ-ch 2 - 



1297 HjC-t )-CH 2 - 



H 3 CO_ 

1 298 h 3 co-^(_Vch 2 - 
Br 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R. 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



-CH 2 -N-C 



-CH 2 -N-C-f J 



H )=/ 
H 2 N 



9 ^v 0 " 3 

-CH 2 -N-C-f? 



H >=< 
H 2 N CH 3 



-CH 2 -N-C« 



9 ^^ CH 3 



pH 3 



H )=( 
HUN Br 



? 



-CH 2 -N-C< 




-CH 2 -N-C-f V F 



9 <X^C(CH 3 ) 3 
-CHjf-N-O-Q 



-CH 2 -N-C-<£J 



9 ^H 3 



-CH 2 -N-C-^. 0 
F 3 C 



9 



-CH 2 -N-C- 



WO 01/42208 
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1 4 1 



Table 1.1 19 



Compd. R S-(CH 2 )r k m n chirality R 3 
No. 



1CH 2 )i(CH 2 )5-G-R 6 
R 5 



1300 



1301 



1306 



1308 



H 3 C 




1299 H 3 CO-\ i-CH 2 - 12 0 R 
H 3 Cd 

OCHj 



H 3 CC^(~^- 
_/ 0C 



12 0 R 



,OCH 3 

CH 2 - 12 0 R 



HjCO 



H 3 C CH 3 

1302 1 2 ° R 

H 3 Cq 

1-303 h 3 co-(~}-CH 2 - 12 0 R 

1304 Q-J^^r 1 2 0 R 

1305 _H_™ 1 2 0 R 
h 3 ccm^Jhch 2 - 



H 3 CCH 2 <0 

H>co-^^-CHr 
h 3 co_ 



12 0 R 



1307 H 3 co-y_/- 
HO 



CH r 12 0 R 



H 3 cq 

1309 h 3 ccm(^}-ch 2 - 1 2 0 



R 



H 



H 



H 



H 



H 



-CHj-^C-Q 



9 



- CH »-^ UC - w 



CF 3 



-CH 2 -N-C-^ 
-CHf-N-C-(_) 



9 



<5 



? 



-CH 2 -N-C 



9 



- cH *-{r c - w 



CF 3 



CF, 



9 



-CH 2 -£ C- w 



,CF 3 



-CH 2 -N-C-rt 



P F => 



H \— ' 



WO 01/42208 



PCT/JP00/08627 



1 4 2 



Table 1.120 



Compd. R l>-(CH 2 ) r k m n chirality R 3 -(CH 2 )p|-i 
No. Ft d5 



-d6 



H 3 cq 

1310 hc> _Q_ C h j - 



1311 



1312 



1313 



1314- 



1315 



1316 



1317 



1318 



1319 



1320 




CH 2 - 



CH 2 - 



Br 



CH 2 - 



"ft-** 



H 3 ' 



CH 2 - 



Ch_ 0~ CH 2" 
CI-^-CH 2 - 




CH 2 - 



Br-(^-CH 2 - 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



H 



H 



(CH 2 )p-h-(CH 2 )5-G-R 
R 5 



-CH 2 -N-C-/~S 



H \=/ 



-CH 2 -N-C- 



9 



-CH 2 -N-C' 



,CF 3 



P p 3 



CF 3 



- CH ^-^ C - W 



-CH 2 -hfC-^ 



-CHj-N-O 



-CHj-N-O 



P F 3 



9 

-CH 2 -N-C- 



P F 3 



WO 01/42208 



PCT/JP00/08627 



1 4 3 



Table 1.121 



Compd. R V(CH 2 ) r 
No. FT 



k m n chirality R 3 



"(CH 2 )p|-(CH 2 )5-G-R 6 



1321 CK\ /)~ CH 2- 



1 322 Ci-Q-CH 2 - 



1323 CK\ -T-CHr 



1324 CK\ i-CH 2 - 



1 325 a-Q-CHj- 



1326 cK\ i-CHr 



1327 CK\ i~ CH 2- 



1328 H 3 c-i j>-CH 2 - 



1329 H 3 C-\ j^CH 2 - 



1330 H 3 c-< x )-CH 2 - 



1331 h 3 c-^^-ch 2 - 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



H 



H 



H 



H 



-CH 2 -N-C-f VCI 



0 



-CH 2 -N-C-^-CH 3 



-CH 2 -N U C— ( 7-CI 



P H 

-CH 2 -N-C-f ? 



PH 3 



H >=/ 
HO 



8 ^ P /- 



HO 



-CH 2 -j*C- 



9 
-c- 

H 2 N 




CH 3 



Br 



H 



-CH 2 -N-C-H*^-CH 3 



-CH 2 -N-C-<^J-CI 



9 , CH ' 
-CH 2 -N-C-Q 

HO 



WO 01/42208 
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14 4 



Table 1.122 



Compd. R V (CH w 
No. Pr 1 



k m n chirality R 3 



"(CH 2 )p?-(CH 2 )5-G-R 6 



1332 H 3 C-4 >-CH r 



1333 HjC-H^ >-CH 2 - 



1334 H 3 C-\ >-CH r 



1335 



1336 



1337 



1338 



1339 



1340 



1341 




CH 3 

-CH 2 - 
CH 3 
CH 3 

CH 3 
CH 3 

-CH 2 - 
CH 3 

CH 3 
CH 3 

CH 3 
CH 3 

CH, 

:h 3 

-CH 2 - 
CH 3 




2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



1342 C\-i >-CH r 2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



9^9/= 



9 



-CH 2 -^C- 




HO 



9 

-CH 2 -NhC 



9 

-CH 2 -lshO 



9 W CHs 

H 2 N 
N-C-H^-CI 



.-CH 2 -N-C-^-CH 3 
-CH 2 -KhC-H^J-CI 



9 

-CH 2 -N-0 




HO 



-CH 2 -N-C-h0 
H,N 



9 

-CH 2 -t*C-^J)-CI 



WO 01742208 



PCT/JP00/08627 



1 4 5 



Table 1.123 



Compd. R S-(CH 2 )r k m n chirality R 5 ~(CH 2 )i 
No. R d5 



(CH 2 )p-h-(CH 2 )5-G-R B 
R 5 



1343 a-i y-CH r 2 2 1 



H 



-CHj-N-C-^J-CH 



1344 Ct-C Vch 2 - 2 2 1 



9 



-CH 2 -N-C-(_?-CI 



1345 Ch-( >-CH 2 - 2 2 1 



H 



-CH 2 -N-D 




CH 3 



HO 



1346 CH-T>-CHr 2 2 1 



H 



-CHs-N-C-0 



HO 



1347 o-TVcHr 12 0 R 



H 



9 ^V CH 3 



1348 H 3 C-0" CH 2- 12 0 R 



H 



ff _^v CH3 

-CH 2 -N-C— fj 



1349 



CHj 



ch 2 - 12 0 R 



1350 cK~)-ch 2 - 2 2 1 



H 



H 



-CH^-N-c-y 

-CH 2 -N-C-fJ 



1351 Cb-(^}-CH 2 - 1 2 0 



1352 H 3 C-C}-CH 2 - 12 0 R 



1353 



^-CH 2 - 
CH, 



12 0 R 



H 



H 



HN 
O 



o 



WO 01/42208 



PCT/JPOO/08627 



1 4 6 



Table 1.124 



Compd. R V(CH 2 ) r 
No. tir ' 



k m n chirality R 3 



-(C^Jpf-CCH^G-R 6 
R 5 



1357 



1359 



1360 



1354 o-4 ^-ch 2 - 2 2 1 



1355 Ci-( >-ch 2 - 12 0 R 



1356 h 3 c-1 >-CH 2 - 12 0 R 



. CH 3 



CH 2 - 12 0 R 



CH 3 



1358 Ch-< >-CH 2 - .22 1 



CH, 

CH 3 
PH, 

CH 3 



12 0 R 



12 0 R 



H 



H 



O 



-CH 2 -N-C-/^ 



CN 



H )==/ 



HUN 



-CH 2 -N-CH0 
H 2 N 



CN 



H 2 N 



CN 



H 2 N 



-CHj-N-C^Q 



9 



-CHg-N-C- 



9H3 
-CH 3 

CH 3 
CH 3 



1361 h 3 c-\ }-ch 2 - 12 0 R 



H 



9 



- CH 2 - N-C-^^- OC H 3 



1362 



1363 



ch 3 

CH 3 



ch 2 - 12 0 R 




ch 2 - 12 0 R 



H 



H 



CH 3 



CH 3 



_CH 2 _n- C -(3 



CH 3 
CH 3 



1364 H 3 c-\ J^CH 2 - 12 0 R 



9 

-CHj-N-C 



9 W CH3 



WO 01/42208 



PCT/JP00/08627 



14 7 



Table 1.125 



Compd. R S-(CH 2 ): 
No. Fr 1 



f k m n chirality R J 



-(CH 2 Jf-( 



-d6 



-(CH 2 )pt-(CH 2 )5-G-R 
R 5 



1365 



1366 



PH 3 



CH 3 
CH 3 



CH 3 



1 367 H,0-4>-CH r 



1 368 Ci-Q- CH 2- 



1369 Ch\ >-CB 



1370 O-i /-CH 2 - 



1371 ct-<\ i~ CH r 



1 372 0-(~5>-ch 2 - 

1373 h 3 c-Qkch 2 - 



1374 H,c-i >-CH r 



1375 HjC-i >-CH 2 - 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R. 



2 0 R 



2 0 R 



H 



H 



H 



9 



_CH 2 -N. C -£) 



H 3 C 



9 



-CH 2 -N-C-^^-CH 3 



9 



-CH 2 -N-C-^)-CH 3 

-Ol-£C-\J-C> 



If 

F 3 CCH 2 0 



OCH^CF 3 



-CH 2 -M-C-y 
-CH 2 -£C^jHCl 



-CH 2 - 

F 3 CCH 2 0 



OCHaCFj 



-CH 2 -N-C-fJ 



WO 01/42208 



PCT/JPOO/08627 



1 4 8 



Table 1.126 



Compd. R S_( CH v_ k m n chirality R 3 
No. Fr 1 



-(CH 2 )rf-( 



-o6 



"(CH 2 )pt-(CH 2 )5-G-R 
R s 



1376 H 3 C-< >-CH r 12 0 R 



1377 H,cK h c "r 12 0 R 



1378 



1379 



1380 



1381 



1382 



CH 3 

CH 3 
CH 3 

-CH 2 - 
CH 3 
CH 3 
-CH 2 - 

CH 3 
CH 3 
^CH 2 - 

CH 3 
CH 3 



CH 3 



12 0 R 



12 0 R 



12.0 R 



12 0 R 



CH 2 - 12 0 R 



1383 CH\>-CH 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



P /= 



-CH 2 -jshC- 



9 /= 



-CH 2 -N-C-^-CI 



9 X 

F 3 CCH 2 0 



-CHj-N-C-fJ . 



-CH,-N-C— (\ /) 



.CF, 



1384 Ci-( >-CH 2 - 2 2 1 



1385 Ch-Q-CH r 2 2 1 



1386 Ch-( >-CH 2 - 2 2 1 



H 



H 



-CHa-N-C-fJ 
-CH2-M-C-Q 

-CHr-N-c-YJ> 



WO 01/42208 



PCT/JP00/08627 



1 4 9 



Table 1.127 



Compd. R V(CH ,) r 
No. R 2 ^ 21 



k m n chirality R 3 



"(CH 2 )p?-(CH 2 )5-G-R s 
R s 



1387 



1388 



1389 



1390 



1391 




« 2 - 12 0 R 



CH 3 
CH 3 



CH 2 - 12 0 R 



CH 3 

CH 3 
^H 2 - 

CH 3 
H 3 CCH 3 
H 3 C-Q^CH 2 - 
H 3 C CH 3 ' 

H 3 C 



12 0 R 



12 0 R 



12 0 R 



H 



H 



-CH;,-N-0 



-CHj-N-C-f X 

H y 

CH 3 



P 



- CH ^{t c ~w 



-CH 2 -N-C' 



1392 h 3 c^>CH 2 - 12 0 R 



H 



9 

-CH 2 -N-C- 



1393 HjCch 2 -(>- ch 2- 1 2 0 R 



H 



9 



'.CF, 



0 2 N_ 

h 3 c-Q-ch 2 - 



1394 .. . /=\ 12 0 R 



H 



-CH 2 -N-C-Q 



1395 ^c^-O-c^" 12 0 R 



H 



-CH^N-C-^J 




1396 X 1 2 0 R 

H 3 C- A /- CH 2- 



1397 Bp !)=>ch 2 - 1 2 0 R 



H 



H 



-CH 2 -KKC- 



-CH.-N-C-^ 



WO 01/42208 
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1 5 0 



Table 1.128 



Compd. R ^ (C H 2) k m n chirality ' R 3 ~(CH 2 )pf-(CH 2 )5-G-R 6 
No. Pr r 5 



1398 



1399 



C K>~ CH ~ 



Ct-4 >-CH- 



Cl 

_ <fH 3 



1400 CI _^_ CH - 



1401 H 3 C-\>-CH 2 - 



1402 H 3 C-^ >-CH 2 - 



1 403 H 3 C-(^-CH 2 - 



1404 H 3 C-\ /^CH 2 - 



1405 h 3 c-<\ >~CH 2 - 



1 406 H 3 C-<Q>-CH 2 - 



1407 H 3 C-\ >-CH 2 - 



1408 H 3 c-4>-CH 2 - 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



-CH 2 -N-C-CJ> 



-CH 2 -N-0 



-CH 2 



CF 3 



-CH 2 -N-D 



9 v-T" 3 

-CH 2 -^C-\>-OC H 3 
H 2 N OCH 3 

9 >=s 



9 ./=N 



-CHj-N-O 



H 3 CS 



n CH 3 

-CH 2 -N-C-<J 
H 

H3CCH 2 S 



-CH 2 -N-C* 



WO 01/42208 



PCT/JP00/08627 



1 5 1 



Table 1.129 



Compd. R V(CH 2 ) r 
No. Pr 1 



k m n chirality R 3 



-(CH 2 )J-( 



-(CHj.Jp-HcH^G-R 5 
R s 



1409 H 3 C-Q>-CH 2 - 12 0 R 



H 



-CH 2 - 



9 ^ CH3 



1410 



.1413 



1417 



CH 3 
CH, 



12 0 R 



1411 CH-< >-CH 2 - 12 0 R 



1412 H 3 C-\ >-CH 2 - 12 0 R 



CH, 



CH r 12 0 R 



CH 3 



1414 0-<Qhch 2 - 2 2 1 



1415 ct-i )-ch 2 - 1 2 0 R 



1416 h 3 c-\ )~ CH 2- 12 0 R 



CH 3 



CH 3 



CH 2 - 12 0 R 



1418 CK /)-CH 2 - 2 2 1 



1419 CM(~}-CH r 12 0 R 



H 



H 



H 



H 



H 



H 



H 



KjOC-NH 
O 



H3OC-NH 

O 



H3OC-NH 

o 

_ch 2 -^L0 

H3C-C-NH 
o 



-CH 2 -N-C-^J 
H 2 N 



-CH 2 -N-C-^ 



? 
C- 

H 2 N 




9 

•c- 

H 2 N 



,SCN 



3CN 



-CH 2 -N-C 




H 2 N 



,SCN 



,SH 



WO 01/42208 



PCT/JP00/08627 



1 5 2 



Table 1.130 



Compd. R J>(CH 2 )r 
No. Pr 1 



k m n chirality R 3 



R 5 



-(CHs^CH^G-R 6 



1421 



1425 



1420 h 3 C-\ >-CH 2 - 12 0 R 



CH 3 
CH 3 



12 0 R 



1422 P-£>-CH 2 - 2 2 1 



1423 o-^^-CHr 12 0 R 



1424 h 3 C-6>-ch 2 - 12 0 R 



CH 3 
CH 3 



1 2 0 R 



1426 Ci-(\ >-CH r 2 2 1 



1427 Ci-( /V-CH.,- 2 2 1 



1428 chhQ>-ch 2 - 2 2 1 



1429 hbCCHjO-Q^ 0 "'" 2 21 



1430 



CH 2 - 



2 2 1 



H 



H 



H 



H 



H 



H 



H 2 N 



-CH 2 -N-C-^ ^ 




,SH 



-CH 2 -N-D 




-CH 2 -N-0 




-CH 2 -N-G 



* IK 



-CH 2 -N-C- 



-CH 2 -N-C- 



-CH 2 -N-C-^ 



9 
c- 

H 3 ONH 




(H 3 C)2N 



Br 



Br 



-CH 2 -N-D 




-CH 2 -NHO 



H 2 N 




Ci 



CI 



WO 01/42208 
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1 5 3 



Table 1.131 



Compd. R V(CH 2 ) r k m n chirality 
No. 



(CH 2 fc-G-R 6 



1431 HjCCh 2 o-Q-ch 2 - 2 2 1 



1 432 p^y-^ 



2 2 1 



1433 H5CCh 2 o-^-ch 2 - 2 2 1 



1434 H3Cch 2 o-\ ycH 2 - 2 2 1 



1435 H)CCH 2 -Hf )-ch 2 - 2 2 1 



1436 (HsC) 2 ch-^^-ch2- 2 2 1 



1437 ^c(Ch 2 ) 2 o-^^o< 2 - 2 2 1 



1438 HjCch 2 -( Vch 2 - 2 2 1 



1439 (HjC) 2 ch-( }-<>tr 2 2 1 



1440 ^c(CH 2 ) 2 o-QKCH r 2 2 1 



1441 h 3 CS-h£~^-< 



CH 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



H 



9 /=(' 



H,N 



_ C H 2 -n-c-^J 



0 - a 
-CHr-w-C- 



-CHj-N-C 



8*0 

CHry_y-0CH^;hb 



-CH 2 -N-C- 




HUN 



H 2 N 



CI 



CI 



-CH 2 -N-D 



? 
H 2 N 





-CH 2 -NhC-H0 

HnN 



CI 



Br 



Br 



-CH 2 -N-CH0 
H 2 N 



Br 



-CH 2 -N-C-0 
H 2 N 



Br 
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Table 1.132 



Compd. R V(CH 2 )p k m ' n chirality 
No. Fr 



"(CH 2 )pt(CH 2 )q-G-R 6 



1442 H3CCH 2 -\ ycH 2 - 2 2 1 



1443 (H,c) 2 ch-\ >-CHr 2 2 1 



1444 HjQch^o-^^-OTj- 2 2 1 



1445 HjCCh^ >-ch 2 - 2 2 1 



1446 (HjChCH-^-oij- 2 2 1 



1447 H)C{ch 2 ) 2 o^Q-ch 2 - 2 2 1 



1448 h 3 CS-£ )~ch 2 - 2 2 1 



1449 h,cch 2 -< >-CH r 2 2 1 



H 



H 



H 



H 



H 



H 



H 



-CHj-N-C-^ 



CHr \_/ CH(CX,jh 



cHr^y-CH 7 cni 



? 

-CHj-hhC 



is*0 

H 1 , 



CH a -< >-SCH> 



9 

-CH 2 -N-0 



1450 (KbC)aCH-^-CHr 2 2 1 



-CH 2 -N-G 



o cp3 



1451 (H 5 ccH 2 ) 2 h^-Q-CH 2 - 2 2 1 



H 



— CHjf-N-0 



1452 



CH 2 - 



2 2 1 



H 



H N=/ 
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Table 1.133 



C nT' £>< CH *>r 



k m n chirality R 3 



~(CH 2 Jf-( 



"(C^J^HCH^G-R 6 
R 5 



1453 H,c(CH, )} o-^-w r 2 2 1 



1454 h,cch,o-^-ch 2 - 2 2 1 



H 3 C<V 

1455 hohQ-ch,- 2 2 1 



-CH 2 -N-C- 



1456 



CH 2 - 2 2 1 



H 



-ch^c-Q 



1457 (CH 3 ) 2 N-Q>-CH r 2 2 1 



1458 



h 3 CO 

H0- O~ 



CH 2 - 



2 2 1 



1459 (h 3 C) 2 n-^^-ch 2 - 2 2 1 
H 3 cq 

H0 "O" CH2 " 



1461 



1462 



h 3 CQ_ 
HOHQh-CH 2 - 



CH 2 - 



2 2 1 



2 2 1 



H 



.-CH 2 -N-C- 




H 2 N 



H 2 N 



CI 



PI 



H 2 N . 



-CH 2 -£-C-^ 
H 2 N 




.Br 



Br 



-CHj-N-O 



&S 



.OCH 



1463 CK >~ CH 2- 2 1 1 



H 



9 

-CH 2 -N-C- 
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Table 1.134 



C No Pd - £>< CH *T 



k m n chirality R 3 



"(CH 2 )X( 



R 5 



1464 CM^-CH 2 - 2 1 

1465 CHhQ-ch 2 - 2 1 

1466 ch^^cHjt 2 1 

1467 CH-Qk-ch 2 - 2 1 



1468 chhQ-ch 2 -. 2 1 



1469 ct-\ >-ch 2 - 2 1 



1470 >-ch 2 - 2 1 



1471 CH-4 >-CHr 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



PCF 3 



-CH 2 -N-C- 



9 /=< CF = 

-CHg-N-C- 




-CH 2 -N-C- 



F 3 C 



9 



-CH 2 -N-0 



? 

-CH 2 -£K> 



.Br 



CI 



N0 2 



CH 2 -N-C-^-CI 



-CH,-N-C- 
H 




1472 ^' CH? _ 1 2 0 R 

s 



H 



-CH 2 -N-C- 

H \=/ 



1473 



3tS jTj>-CH 2 - 12 0 R 



H 



-CH^CH^J 



1474 



CHv 



CHj 



12 0 R 



H 



P^3 



-CHj-N-C- 
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Table 1.135 



Compd. R V(CH 2 ) r k 
No. R 2 ^ 2 * 



m n chirality R 3 



~(CH 2 )J-( 



-(CH 2 )p-h-(CH 2 ) 5 -G-R 6 
R 5 



1475 



1477 



1478 



1479 



1480 



1481 



1482 



1483 



1484 




1476 JL/* CH 2" 
Br 



,CH : 




-CH 2 - 
CH 3 

CH 3 

HjC-\ /-CH 2 - 
CH 3 

H 3 C-\ VcH 2 - 
H,C 



3 \VcH r 

s 



1485 H 3 C~£ >~CH 2 - 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



9 w CF ' 



-CHj-N-O 



~CH 2 -N-C-^ 



-CH 2 — W-O 



.CF 3 



,CF 3 

P F 3 



9 



~CH 2 — N-O 



9 

-CH 2 -N-0 



-CH 2 -N-C- 



.CF 3 

9 - CF = 



-CH 2 -N-0 



-CHj-N-O 
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Table 1.136 



C ° N ™P d * p3>(CH 2 ) r k m n chirality 



"(CH 2 J r ( l 



•(CH 2 )p-i-(CH 2 )5-G-R 6 
R 5 



1486 H 3 c-^jKCH r 12 0 R 



1487 h 3 c-\ >-CH 2 - 12 0 R 



1488 h 3 c-^~^-ch 2 - 12 0 R 



H 



OCH, 



-CH 2 -N-C- 



CI 



H 2 N CI 
-CH 2 -N-C-<\ 



1489 H 3 C-i >-CH 2 - 12 0 R 



H V 



1490 H 3 C-\ >-CH 2 - 12.0 R 



-CH 2 -N-C- 



CH 3 



1491 H,C-\ /-CHj- 12 0 R 



H 



-CH 2 -N-C- 



NH 2 

:-<3 



1493 



1494 



1495 



1496 



1492 h 3 c-6 >-ch 2 - 12 0 R 



CH 3 

CH 3 
PH 3 

CH 3 
-CH 2 - 




CH 3 ' 
CH 3 

VCH 2 - 
CH 3 



CH, 



12 0 R 



12 0 R 



1 2 0 R 



12 0 R 



H 



H 



-ch 2 -»c-h0 



N0 2 



H 3 



? k.VCH 3 



H 3 C 



H 3 C 



WO 01/42208 



PCT/JPOO/08627 



15 9 



Table 1.137 



C °NT d ' R2^ (CH2, r k m n chirality 



R 3 -(CH 2 )pf-(CH 2 )q-G-R 6 



1497 



1498 



1499 



1500 



1501 



1502 



1503 



CH 3 



ch 2 - 12 0 R 



CH 3 
-CH 2 - 

CH 3 
CH 3 

-CH 2 - 
CH 3 
CH 3 

CH 3 
CH 3 

CH 3 

CHj 
CH 3 

CH 3 



12 0 R 



12 0 R 



1 2 0 R 



1 2 0 . R 



12 0 R 



12 0 R 



H 



H 



H 



H H 3 C^ V CH 3 
CH 3 

PR 

-CH 2 -N-C-<| 



>-<| 



-CH 2 -N-G 
H 



9 CH 3 

-CH 2 -N-C-<J 

" H 



-CH 2 -NKC-<> 



F 



-CHj-N-l 
H 



,OCHF 2 



1504 H 2 N-^^-CH r 12 0 R 

1 505 • Q~ CH! " 12 0 R 

1506 Cl-^~^-CH r 2 11 



1507 Ci-(\ /~ CH 2- 2 1 1 



H 



9 

-CH 2 -N-C 



_ C H 2 -N-CH^ 



P F 3 



.CF 3 



-CHj-N-C-0 
H 2 N 



Br 



-CH 2 -N-0 
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Table 1.13 8 



Compd. R V(CH 2 ) r 
No. Pr 21 



k m n chirality R 3 



-(CH 2 J-( 



IC^JjrHCH^G-R 6 
R 5 



1508 ct-\J-CHr 2 1 1 



1509 D-sQ-CH r 2 1 1 



H 



*j<. 

- C H 2 -|*C^J^F 
H 2 N 



-CH 2 -N-0 



z c -<J 



1510 c,_ 0~' 



CH 2 - 2 1 1 



H 



-CH 2 -N-C- 



9 /= 




HUN 



1511 o\-i )-ch 2 - 2 1 1 



H 



-CH 2 -^C-HfJ 



1512 ch-([}^ch 2 - 2 1 1 



H 



H 2 N 



CI 



1513. ch-\^ch 2 - 2 1 1 



1514 {^cch^n-^^ov 2 2 1 



1515 h 3 CC^-CH 2 - 2 2 1 



1516 (h 3 cch 2 ) 2 t^Qhch 2 - 2 2. 1 




1517 h 3 CO^>CH 2 - 2 2 1 



*3> 



1518 h 3 CC^ = >CH j - 2 2 1 



H 



H 



H 



H 



H 




-CH 2 -N-C-yj> 
H 2 N 



-CH 2 -Nj-C- 



H 2 N 




-CH 2 -NHC--^ 
H 2 N 



P 



Br 



-CH 2 -N-C 



if 

H 2 N 




Br 



»i /-< 



oct-b 
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Table 1.139 



Compd. R V(CH 2 ) r 
No. Pr 21 



k m n chirality R 3 



R 



151 9 H 3 CC^>CH 2 - 2 2 1 



1523 



1525 



1520 Br-\ >-CH 2 - 



1521 h 3 CO-\>-CH 2 - 



1522 <j^y //~ CH *~ 



H 3 CO_ 
H 3 CO-^~^-CH 2 - 



H 3 CO 

1524 hohQ^ch,- 



CH 2 - 



1526 H 3 CO-^~^-CH 2 - 

1 527 ni" CHr 

L 0 



H 3 CO 

1528 H 3 CO-Q-CH 2 - 



h 3 co 

1529 ho-Q^ch 2 - 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



H 



H 



H 



H 



CHr\ >-och, 
Br 



9 y- 

-CH 2 -N-0 



-CH 2 -N-C' 



.Br 



.Br 



9 



-CH 2 - 



-CH 2 -N-C-^ 



9 



.Br 



Br 



9 

-CH 2 -N-C- 



,OCF 3 



-CH 2 -N-0 



9 /- 



~CH 2 -N-C-{J 



,OCF 3 



-CH 2 -N-C- 



9 m 



-CH 2 -N-C-{^ 



pcf 3 



,OCF 3 
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Table 1.140 



Compd. R V(CH 2 )- k m n chirality ' R 3 
No. Pr 



-(CH 2 )p?-(CH 2 )5-G-R 6 



1 530 Br-^>-CH 2 - 



1531 H 3 COhQ-CH 2 - 



1 532 <?\j- CH *- 



1533 



H,CC 



H 3 CO-4>-CH 2 - 



H 3 CO 

1534 HO-Q-CH r 



1 535 Br-HQ^-CHj- 

1 536 H 3 CO-(~)-CH 2 - 



1537 P~\ ^ CH 2~ 
O 

H 3 CO_ 

1538 H 3 CO-^-CH 2 - 

H 3 co 

1539 hcmQkch,- 



1540 Br-4 >"CH 2 - 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



9/=< 

-CHj-N-C-^ 



-CHj-N-C- 



9 ^ 




-CH 2 -N-C-^ 




-CH 2 -N-C- 



9 /- 




F 

> 
F 

P^3 



-CH 2 -N-C- 



s>,-< CF ' 




f 

, CF 3 



9/=T 

-CH 2 -N-C-^J-F 



9/=<f 3 



-CH 2 -N-C-^_/-F 



9 



-CH 2 -f>K>-(v /) F 



9/=T 

~CH 2 -N-C-H^-F 
F 
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Table 1.141 



C °nT 



k m n chirality R 3 



-(C^Jpf-fCHa^G-R 6 
R 5 



1541 h 3 co-Q-ch 2 - 12 0 R 

1542 p-0- CH 2 _ 12 0 R 

0 

H 3 CO 

1543 h 3CO _Q^c— 1 2 0 R 

H 3 cq 



1544 



h °~C)- 



CH 2 - 



12 0 R 



H 



H 



H 



.CF, 




-CH 2 -N-C- 



9 

-CHJ-N-O 



9 /- 





F 

£F 3 
F 
F 

.CF 3 
F 



- CH *-^-{^F 



1545 



CH^- 12 0 R 




1 2 0 R 



1 546 H 3 CO-y^^CH 2 - 
F F 
Br 

-CH 2 - 12 0 R 



1547 h 3 Ci 



Br 



1548 H 3<>-(^- 



CH 2 - 12 0 R 



1549 H 3 c~\ >-CH 2 - 12 0 R 



H 



H 



H 



H 



H 



9 



-CH 2 -fshO 



9 

-CH 2 ~N-C- 



.CF, 



.CF, 



_ C H 2 -^c-^ 



p CH=rC(CH 3 ) 2 

-CH 2 -N-C-<L 
H >C 



H 3 C 



1550 h 3 c-\ >-CH r 12 0 R 



Q 

HN-G 



>N-0-OCH, 



HjCO 



1551 H 3 C-6>-CH r 12 0 R 



H 



N(CH2CHjOH) 2 
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Table 1.142 



Compd. R V(CH 2 )r 
No. R^ ' 



k m n chirality R J 



~(CH 2 )r|- 



(CH 2 b-G-R 



-q6 



1552 h,C-^-CH 2 - 12 0 R 



1553 h 3 c-( >-ch 2 - 1 2 0 R 



H 



H 



-CHi-N-C-Q 
9 



-CH,-£-C- 



1554 H 3 c-( )-ch 2 - 12 0 R 



H 



-CH 2 -N-C— 

H ^ 



1555 • h 3 C-(^-ch 2 - 1 2 0 R 



1556 H,C-( )-CH 2 - 12 0 R 



1557 H,c-(3- CH 2- 12 0 R 



1558 K 3 C-C)-CH r 12 0 R 



1559 H 3 C-Q-CH 2 - 1 2 0 



1560 H 3 C-0- CH r 12 0 R 



1561 h 3 C-Q-ch 2 - 12 0 R 



H 



H 



H 



H 



H 



H 3 C 
H 3 C 

-CHi-N-C-^J, 
H 3 C 

" CH2 "^Nh 

H 3 C ^CH 3 

ff _^r C(CH3>3 

-CH 2 -N-C--f ». 
H • JsT^ 

H 3 C 



NT 



"CH 2 -N-C^. CH 



3 

CH 3 
CH 3 



1562 h 3 chQkch 2 - 12 0 R 



«-CH 2 -j*C- 



0 2 N OCH 3 
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Table 1.143 



Compd. R V(CH 2 ) r k m nchirality R 3 " ~(CH 2 )^(CH 2 )g^-R 6 
No. r5 



1563 H 3 c-\ }-OH 2 - 1 2 0 R H 



1564 H 3 C-4 >-CH 2 - 12 0 R H 



or 



CI 
HN 



1565 jQ- CH f- 1 2 0 R H -Ch 2 -n-C-^}~ ci 

CH 3 H 3 C0 

1566 tj~ CH r 1 2 0 R H ■" ct *~{f°""£!^ 

CH 3 0 2 N OCH 3 

1567 jrt* - Q H 2~ 12 0 R H 

CH 3 

1568 ^- CH 2 _ 1 2 0 R H 

CH 3 
PH 3 

1569 ^" CH 2- 1 2 0 R H 

CH 3 

1570 H 3 C&-^)-CH 2 - 2 2 1 - H -CHi-N-C-Q 



0° 

-CHj-N-C 



H 2 N 
a 



CHr \_f" scht 



1571 H 3 CS-Q^CH 2 - 2 2 1 H 

1572 Q+hQr^r 2 2 1- H "CH^hhC-^ ' 

9 ^ CF3 

1573 H 3 cc-0-.K>c r 2 2 1 H -ch*-n-cK> 
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Table 1.144 



Compd. R S-( CH2 w k m n chirality R 3 -(CH 2 fc?- 
No. Pr A5 



-d6 



(CH 2 ^t-(CH 2 )5-G-R 
R 5 



1574 H,K>ifK> 



H 



9 W CFs 



1575 cH-Q-N-c-Q-cH r 2 



2 1 



H 



-CH 2 -N-C-f ) 



1576 <Q«-Q-c^ 2 2 1 



-CH 2 -N-C-V~"S 



P F 3 



H \=/ 



1577 HOtCH^rN-C-H^-CH^ 2 2 1 



.CF, 



-CH 2 -N-C- w 



1578 "'b-s-^o-^- 2 2 1 



- CH *-£T C - w 



1579 



2 2 1 



9 cp3 

-ch 2 -j^c-^ 



1580 Q-n-c-Q-ch,- 2 2 1 



H 



-CH 2 -N-C-(J 



1581 0</-CHr 2 2 1 



1582 <*-Q-CH r 2 2 1 



1583 CH-( )-CH 2 - 12 0 R 



1584 a-4 V-CHj- 12 0 R 



H 



H 



-CHj-N- 



O O 



Br 



o o 

-CH 2 -N-C-Q 
H 2 N 

-CH 2 -N-C^p 
H,N 



WO 01/42208 



PCT/JP00/08627 



1 6 7 



Table 1.145 



Compd. R V(CH 2 )r 
No. Fr 21 



k m n chirality R 3 



■(CH^fCH^G-R 6 



1 585 ck~(~)-CH 2 - 



1586 Ch-i >-CH 2 - 



1587 Ci-C >-CH 



1588 a-4 >-CH r 



1589 HjO-4 >-CH 2 - 



1590 H 3 C-^ ^-CH 2 - 



1591 h 3 c-C >-ch 2 - 



1592 H 3 o-4 >-CH 2 - 



1 593 h 3 c-{~)-CH 2 - 



1594 



1595 



CH 3 
CH 2 - 

CH 3 
CH 3 

>-CH 2 - 
CH 3 



CH 3 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



Br 



-CH 2 -M-C- 

H >= N 



-CH 2 -N-C- 



9 n-( CH3 
_ CH2 _n. c _Q 

-CH 2 -N-C.-p 
H 2 N 

9 ^ OCF3 



-CH 2 -N-C- 

hUN 



-CH 2 -hhC- , 
H ^=N 



.Br 



-CH 2 -N-C-^3 



-CH 2 -N-C-H0 
H 2 N 



P F 3 



9 

-CH 2 -N-0 



H 2 N 
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Table 1.146 



Compd. R ^ (CH2)r k m n chirality 
No. Fr 



"(CH 2 )p T V( 



-(CH 2 )pi-(CH 2 )5-G-R 6 
R 



1596 



1597 



1598 



1599 



CH 3 

CH 3 
CH 3 

P"CH 2 - 
CH 3 
CH 3 

CH 3 
PH 3 

CH 3 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



1600 Ct-\ >-CH 2 - 2.2 1 



1601 ch-<(~j>-ch 2 - 2 2 1 



1602 o-C Vcht 2 2 1 



1603 CH-^^-CHj- 2 2 1 



1604 a-H^y-CHr 2 2 1 



1605 Ch-< >CH 2 - 2 2 1 



1606 ^-v/ -0 "** 12 0 R 



H 



H 



-CH 2 -N-C-0 



9 



-CH 2 -N-C- 




-CH 2 -N-C-<^ 
-CH 2 -N-C-^J 



-CHo-N-C-f > 



PCF 3 



H >=/ 
H 2 N 



-CH 2 -N-D 



MS 



CI 



-CH 2 -N-C-r5 
-CH 2 -N-C-Q 

9 h CH3 



9 



3CF 3 



-CH 2 -N-C- 

H \=/ 
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Table 1.147 



nl 

Compd. n JS_( CH2 ) r k rn n chirality R 3 
No. Fr 



-(CH 2 )pf-i 



-p6 



p-t7(CH 2 )5-G-R 
R 5 



1607 



1608 



H 3 C-^^-CH 2 - 12 0 R 



CH 3 



CH 2 - 12 0 R 



CH 3 



1609 0\-\ >-CH 2 - 2 2 1 



1610 <J^2-<>ch 2 - 2 2 1 

1611 c^>jl(>^ 2 2 ' 1 



1612 ^COtCH^N-C-^-CH," 2 2 1 



1613 »,c<£ik>^- 2 2 1 



1614 F3C 



ch 2 - 12 0 R 



1615 F 3 cs-Q~CH 2 - 2 2 1 

1616 f 3 cs^Q-ch 2 - 2 2 1 



1617 FgCS-t ^CH 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



-CHj-N-C-^J 
~CH 2 -^C-^ 



,SCF 3 



-CH 2 -N-C- 



-CH 2 -N-C- 



,SCF 3 



SCF 3 



, CF 3 



9 



-CH 2 -N-0 



9 

-cH^-N-o 



CF 3 



P F 3 



-CH 2 -N-C-^J 

9 CF 3 



9 



H 2 N 




CI 



9 



-ch 2 -n-o 

H,N 




Br 
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Table 1.148 



Co ^ pd - "^>(CH 2 ) r k m n chirality ' R> ~(CH 2 )pf-| 

No. R 



(CH 2 )p-h-(CH 2 )q-G-R 6 
R 5 



1 618 h 3 cc^>ch 2 - 1 2 0 R 



1619 



1624 



HO 



H 3 C' 



HQ 



1 620. h 3 CC-hQ-CH 2 - 

1621 H 3 CO^-CH 2 - 

1 622 H 3 CO-^~}~CH 2 - 



1 623 HO-y-CH 2 - 



CH 2 - 



1625 HO-«^-CH r 



1626 HO-i >-ch 2 - 



1 627 ho-hQkch 2 - 



1628 H 3 CS-\ >-CH 2 - 



2 0 R 



2 0 R 



2 0 R 



2 0 . R 



2 0 R 



2.0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



H 



-CH 2 -Nf-C-f } 



H \=/ 



9 z 00 ^ 
_ C H 2 -n- C ^Q 



_ C H 2 -N- C ^Q 
F 



- C H 2 -N-C-Q-F 



9 



F 



-CHj-N-O 



.Br 



-CHj-N-C-^J 



ff 

-CH 2 ~Nf-C- 



" CH 2"Jt C "C=/ ' 



.0=3 
F 



, CF 3 



H \=< 

F 



-CH 2 -N-C-/^> 



CF 3 



H \=< 
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Table 1.149 



Compd. R V (C H 2 ) r k m n chirality 
No. Pr 



~(CH 2 )X( 



-D6 



"(CH 2 ) r h-(CH 2 )p-G-R 



1629 HjCS-^-CHf- 12 0 R 

1630 |TVch 2 - 12 0 R 

o 



1631 HjNCHj-^^-CHj- 12 0 R 



1632 



1633 



N 

3* 



H 3 CS 

NC-i >-CH 2 - 



12 0 R 



12 0 R. 



163.4 (W) 2 CY*-^y~c*r 1 .2 0 R 



H 



H 



H . 



H 



H 



H 



"CH 2 -N-C-( = J-F 



P F 3 



H N==/ 

-CF 3 



-CHj-N-O 



9 



-CH 2 -N-0 



-CH 2 -N-D 



CP3 



. -CH 2 -N-D 



1637 



1638 



?639 



1635 h 3 c-\ >-ch 2 - 12 0 R 



H 



1636 . HjC-Q-CHj- 12 0 R 



PH 3 . 

CH 3 

-CH 2 - 

CH 3 
pH 3 

-CH 2 - 
CH 3 



12 0 R 



1 2 0 R 



12 0 R. 



H 



H 



9r\ ' 

-CH 2 -N-C-( >-C(CH 3 ) 3 
H \— * 

H 3 C CH 3 

-CH 2 -N-C-^lC^ 

? 



-OH 2 -W-C-i;_^-<CH 2 ) 4 CH 3 



-CH2-N-C-Q»-0(CH 2 ) 3 CH, 



-CHs-^O-^^-^-C-OCHiCHj 
RJfJ-' 



WO 01/42208 



PCT/JP00/08627 



1 7 2 



Table 1.150 



Compd. R V (CH v_ 
No. FT 1 



k m n chirality R 3 



-(CH 2 J7( 



-(CHgJ^tTtCH^G-R 
R 3 



1640 



1641 



1642 



1643 



1644 



1645 



1646 



CH 3 
fro* 

CH 3 
CH 3 
-CH 2 - 

CH 3 
CH 3 

-CH 2 - 
CH 3 
GH 3 
-CH 2 - 

CH 3 
CH 3 

-CH 2 - 
CH 3 




12 0 R 



12 0 R 



1 2 0 R 



12 0 R 



1 2 0. R 



1 2 0 R 



1 2 0 R 



1647 " HjCtcHajf-d^-as- 2 2 



1648 H 3 c ( cH 2):r {3-CH r 12 0 R 



1649 h^ccch^j-Q-cHj- 2 2 1 



1650 HjCjcH.jf-Q-cH.- 12 0 R 



H 



H 



H 



H 



H 



H 



H 



-CH2-N-C-Q-^-(CH 2 ) 3 CH 3 



-CHj-N-O 



OCF 2 CHCIF 



-CH 2 -N-C-^^N 



9 



-CH 2 - 



-CH,-N-C- 

2 H \==/ 



-CH 2 -J>-C5 



9 



, CF 3 



-CHj-N-C- 
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Table 1.151 



Compd. R V {CH v_ 
No. 2 ' 



k m n chirality R 3 



~(CH 2 )J-( 



-Q6 



-(CH 2 ) r t-(CH 2 ) r G-R 
R 5 



1651 H.doyi-^^-ov 2 2 1 



1652 h^ch^-^^-chj- 2 2 1 



1653 HiCjcHjji-^-CHj- 2 2 1 



1654 H 3 cicH 2 ) z -^)-CH 2 - 2 2 1 



1655 . KjCtcHjjj-^-cHj- 2 2 1 



1656 h^ch^-^-ch,- 2 2 1 



1657 ^ctcHjjf-^-CH,- 2 2 1 



1658 WlhQ-ch,- 2 2 1 



1659 CI-Qhch 2 - 2 2 1 



1660 Br-< >-CH 2 - 12 0 R 



1661 8i-< >-CHj- 12 0 R 



H 



H 



H 1 



CH 2 \ >-(CH 2 hC K, 



-CH 2 -N-C- 



H 2 N . 



.Br 



.Br 



9 



-CH 2 -^-C- 




O P 



CHr O~ (CH2bChb 



-CH 2 -N>C-H0 
H 2 N 



CI 



-CHj-N-C- 



O P 



-CH 2 -N-C- 




CI 



H 2 N CI 



9 

-c- 

H 2 N 




.CF, 



H,N 
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Table 1.152 



c °N? ipd - o 2 V(CH 2 ) r 

No. Ft 



k m n chirality R 3 



R 4 

-(CH 2 fe-f-( 



"(CH 2 )p-i-(CH 2 )5-G-R 6 
R 5 



1662 Br— Q-ch 2 - 12 0 R 

1663 Br-Q~CH 2 - 12 0 R 



1664 H 3 cs-\ >-CH 2 - 2 2 1 



1665 h 3 CS-h^-ch 2 - 2 2 1 

1666 HgCS-^^CH;,- 2 2 1 



1667 BjCCh 2 -{ >-ch 2 - 2 2 1 



H 



H 



H 



H 



H 



-CH 2 -NhC-^J-F 
HUN 




9 

-CH 2 -N-C 



-CH 2 -NhC-/^ 



PP 3 



H )=/ 
H 2 N 



^ CH2 -N-c-0 
H 2 N 

-CH 2 -N-C-^-F 



H 2 N 



-CH 2 -fshC-HfJ^ 



1668 k,cch 2 — ^^-ch 2 - 2 2 1 



1669 H3CCh 2 -^-ch 2 - 2 2 1 



1670 H3Cch 2 -0-ch 2 - 2 2 1 



1671 KjCch 2 -^-ch 2 - 2 2 1 



1672 *cch 2 -\ >-ch 2 - 2 2 1 



H 



H 



H 



-CH 2 -^C-h^^F 
H 2 N 

H 2 N 

H,N 



~ CH? "S' C " W 



9 
-C- 

H 2 N 




H 2 N 



OCF 3 



P^3 
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Table 1.1 S3 



R 1 T 

°°™ pd - o2^ (CH 2)r k m n chirality *R 3 -(C^fe-f-CCH^G-R 6 
No. R* p5 



1673 h,cch 2 -^-ch 2 - 2 2 1 



H 



-CH 2 -N-C^ = J^-CI 



1674 ^"(~}~ CHr 2 2 1 



H 



-CH 2 -N-C -nfj^ 



1675 



CH 2 - 2 2 1 



1676 f^Q~- CHr 2 2 1 



1677 



CH 2 - 2 2 1 



1678 >"{~}^CH r 2 2 1 



1 679 ^O^ ch *~ 2 



1680 



2 1 



CH 2 - 2 2 1 



1681 F-^-CH 2 - 2 2 1 



H 



H 



H 



H 



H 



H 




-CH 2 -N-C^J-F 
H,N 



H 2 N 



H 2 N 



Br 



-CH 2 -N-0 



H 2 N 




-CH 2 -N-C- 




J 



CI 



H 2 N . 



- CH 2-|* CH 0 
H 2 N 



PCF 3 




CF 3 



1682 p^O -0 ^ 2 2 1 



-CH,-N-C-f VCI 



H \=/ 



1683 O-^HD -0 " 3 " 2 2 
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Table 1.154 



Compd. R V(CH 2 )i- k m n chirality ' R 3 ~(CH 2 )i(CH 2 )5-G-R e 
No. R ' Rf 



1684 Q-^^O^- 2 2 1 



1685 OsKj^- 2 2 1 



1686 0"S" c "O" CHr 2 2 1 



H 



H 2 N 
? 

-c- 

H 2 N 



-C^-N-C-Q 



-CH,-N-C-f > 



H )=/ 
H 2 N 



1687 Q-^c-Q-ch,- 2 2 1 



1688 Q^-S-Q-ov' 2 2 1 



1689 O-fJ-c-Q-ov 2 



2 1 



1690 Q-jr-O-ov 2 2 1 



1691 O-^^-O^" 2 2 1 



H 



H 




"CH2-N-C- ^ 
H,N 



OCF 3 



H >=/ 
H 2 N 



-CH 2 - 



PF3 



H >=/ 
H 2 N 



9 

-CH 2 -N-C-Q-CI 



1692 



1694 



CH, 

H 3 C-Q-CH 2 - 1 



CH 3 



1 693 H 3 C-Q-CH 2 - 



,CH 3 
H 3 C-^-CH 2 - 



2 0 R 



1 2 0 R 



12 0 R 



H 



H 



-CH 2 -N-C^X Br 



9 



-CH 2 -N-C 




H 2 N 



H 2 N 
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Table 1.155 



Compd. R V (CH )r k m n chirality R 3 ~(CH 2 )pTV(CH 2 )p-G-R 6 
No. Pr ° 5 



,ch 3 

1695 H , c _^CH r 1 2 0 R 



•CH, 

1696 h,C-CW 120 R 



-CHj-N-C-^J 
H 2 N 

-CH,-N-C-f > 



H >= / 
H,N 



1697 



1699 



CH 3 

H ' c -0" Ch 



CH 2 - 



12 0 R 



1693 u .,_rlcH 2 - 1 2 0 R 



CH, 



CH r - 



12 0 R 



CH 3 

1700 H 3 C-0-CH 2 - 1 2 ° R 



1701 HjC-ch-Q-ch,- 1 2 0 



CH r 12 0 R 



1702 H 3 C 



1703 p-Q~ CHr 1 2 0 R 



CH 2 - 1 2 0 R 



1 704 Hi 



1705 cmC^CH,- 1 2 ° R 



H 



H 



H 



H 



-CH 2 -NfCH0 
H 2 N 

~-0 



-CH 2 -N-D 

H 2 N 



CF 3 



-CH 2 -N-C-^ 
H 2 N 

-CH 2 -N-C-f N ) 



H >=/ 
H 2 N 



•PF 3 



" CH2 "h C " >=/ 

H 2 N 



-CH 2 -NHC-Hf^ 



H >= / 
H 2 N 



H 2 N 

9 



-CHj-^C-f > 



H ^ 
H 2 N 
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Table 1.15 6 



Cornpd. R\^ CH2)r k m n chirality - R 3 



"(CHaJp^-CCH^G-R 6 



1706 



1 707 H 3 CS-(~^-CH 2 - 



1 708 HjCCHj-Q-CH,- 



1709 (H,c) 2 cn-{^)-CHr 




1710 Bt~\ /^CH 2 - 
H 3 C 

CH 3 



1711 



H3CCH 2 C> 
1712 HO-Q^CH r 



1713 




1714 H 3 CO^}-CH r 
HO 



1715 



1716 




/-CH 2 - 



CH 2 - 




2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



H 



H 



H 



H 



-CH 2 -N-C-f > 



h y=^ 

H 2 N 



-CH 2 -N-C^0 
H 2 N 

H 2 N 



-CH 2 -N-C- 



9 
H 2 N 




9 

-CH 2 -N-C 



-CH 2 -N-C-^ 



-CH 2 -N-C- 



Mi 



9 

-CH 2 -M-C- 



-CH 2 -N-0 



P F 3 



P F 3 
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Table 1.157 



Compd. R V(CH 2 )- k m n chirality 
No. FT 



R 3 



1CH 2 AcH 2 )5-G-R 6 
R 



1717 H 3 CCK~/-CH r 



■1718 



CHj 
CH 3 



12 0 R 



12 0 R 



1719 t; 12 0 R 



1720 



HjCO- 
B.C- 



CH 3 



12 0 R 



1721 k,cch 2 -4)-ch 2 - 12.0 R 



1722 



1723 



CH 2~ 1 2 0 ■ R 



CH r 12 0 R 



CH 

1724 H.C-TW ' 2 0 R 



/CH 3 

1725 h 3 c-Q-Ch 2 - 12 0 R 

H 3 C 



1726 k,cch 2 -Qkch 2 - 12 0 R 



H 



H 



H 



H 



H 



H 



-CH 2 - 



-CH 2 -N-0 



CF, 



.CF 3 



-CH 2 -N-C-^ 
-CHi-N-C-Q 

-ch 2 -n-c-hQ . 



-CHz-M-C-f > 



F 

P F 3 



H V=< 

■F 



-CH 2 -NhC- 




-CHz-N-C-f X > 



,CP 3 
F 

CF 3 



H \=< 
F 



-CH 2 -N-C-Q 
F 

-CH 2 -N-CH^J-F 



1727 




CH 2 - 



r 1 2 0 R 



H 



•PF 3 



-CH 2 -N-CHf~V-P 



H W 
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Table 1.159 



Compd. R V(CH 2 ) r k m n chirality 
No. Fr 



R 3 



'(CH 2 ) r H(CH 2 ) r G-R 6 
R 5 



1739 <HiC)jCH-( )-cnr 12 0 R 



H 



-CHj-N-C-O-P 



1740 



*" 1 2 0 R 



-CH 



1741 HaC&H^-CHj- 12 0 R 



-CH 2 -n-C-h^5 



1742 H,cch 2 -hQ»-chj- 12 0 R 



H 



-CH 2 -N-C-^^ 



Br 



1743 £^D~ CHr 12 0 R 



H 



-CH.-N-C- w 



Br 



,CH 3 

1744 H 3 C-<>CH 2 - 1 2 0 R 



H 



9 

-CH 2 -N-C* 



,CH 3 




1 745 H 3 C-y >-ch 2 - 12 0 R 

H 3 C 



H 



-CH^M-C-^J 



1746 (H)C) 2 CH-^^-CH r 12 0 R 



H 



9 



-CH 2 -N-0 



Br 



1 747 f^)~ CHr 12 0 R 



-CH 2 -N-C-^J 



1748 H,ccH 2 -H^-CH r 12 0 R 



1749 



_/ CHs ' 
H 2 C-^y-CH 2 - 



12 0 R 



H 



9 



_ CH2T c- ^ 
H 3 N 




Br 



,Br 



-CH 2 -N-C- 

H >=/ 
H 2 N 
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Table 1.160 



1750 



1751 H3CS-\ >-CH 2 - 1 2 0 . R 



Br Br 

1 758 h 3 co-\_Vch 2 - 12 0 R 
Br Br 



°°No d ' R2>" (CH 2)r k m n chirality - {CH2) JL {CH2) - G - R 
' R^ 

CP~^ 12 0 R „ -c^^ 0Cf> 



1752 h>cch 2 -( >ch 2 - 1 2 0 R . h V W 



OCF 3 



1753 pA/" CH r 12 O R H P 



H \=/ 

,OCr 3 



-CH 2 -N-C- 

1754 H 3 C-^-CH r 1 2 0 R H '_ CH2 _^ c _^ Cf3 

CH 3 

1755 h,c-0~Ch 2 - 1 2 0 R h ^cH^^f^rl 00 ^'. 

H 3 C 2 H 



1756 (WhCH-Q-wr 1 2 0 R h _ CH2 -J^~j> 

B \/ Br 

1757 *-p-CHr 12 0 R H _ CH ^J?_£p 



- CH *-£f CH 0 



■<*r«*c-(_) 



1759 HjC-TVcHj- 12 0 R h "<>< 

O 



tHlCM, 



1760 H,c-0-CHr 12 0 R H -ch^c-^-och, 



Q 

CF,CHCIF 
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Table 1.161 



Compel. R V(CH 2 ) r 
No. FT 1 



k m n chirality ' R 3 



1CH 2 )pt(CH 2 )q-G-R 6 



1762 



1763 



1761 h 3 c-\ >-CH r 12 0 R 



CH 3 

^CH 2 - 
CH 3 



1 2 0 R 



ch 2 - 2 2 0 



H 



O 

HN-C- 



-CHr-tjKJ-Q 



CI 



O" H~^-^ 



f OCH 2 CH 3 



1764 0" CH 2" 2 2 0 



-CH2CH2-N- 



O OCH2CH3 

»k5 



1765 <Q>-CH 2 - 2 2 0 



CH 2 - 2 2 0 



1766 



1767 ck-£ />-ch 2 - 1 3 1 



H 



H 



<a US 



. OCH 2 CH 3 



CH 2 CH(CH3) 2 



w 9 

CH 2 CH(CH3) 2 



OCH 2 CH 3 



-CH 2 -N-C-£5 



OCH 2 CH3 



1768 Ch-Q-CH r 13 1 



H 



3 OCH 2 CH 3 



— CH 2 CH2-NhC- 



irK> 



1769 



1770 



1771 



CH 3 

^-CH 2 - 

CH 3 
CH 3 

CH 3 
CH 3 

CH 2 - 
CH 3 



CH- 

CH; 

CH 3 
CH, 



1 2 0 R 



12 0 R 



1 2 0 R 



H 



- CH2- NT O-^^- OCH3 
OCHCF2O 



9 HN "»" 
-chstn-cH^ 0 ci 



5HM 



(H 3 C) 3 C-CH-hf-^ 
H 3 C H O 
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Table 1.1 6 2 



Compd. R '>-(CH 2 ) r 
No. Pr 2 ' 



k m n chirality "R 3 



R" 



-d6 



-(CHsJjtMCH^G-R 
R 5 



1775 



1 772 2>" CH 2- 

CH 3 
CH 3 

1773 o^" CH2_ 

CH 3 

1 774 A^-CH r 

CH 3 



CH : 

H 3 CO 



CHj- 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



1776 HaCO-^-CH^ 1 2 0 R 

HO" 

1777 

a 



1 778 H 3 



1779 



CH?- 2 2 1 




CHj- 



2 2 1 



1780 b,-hQ-ch2- 2 2 1 



1781 hi 



CHjr- 2 2 1 



1782 HjOCkwQ-chj- 2 2 1 



H 



H 



H 



H 



9 

HiC 



-CH,-N-C-/"^\ 
H 3 C 



H 3 CO 



-CH^C-^J 
-CHj-N-C-^J 



H,N 




P F 3 



-CH 2 -N-C-f > 



CF 3 



H )=/ 
H 2 N 



_CH 2 -^c-0 
H 2 N 



P=3 



-CH 2 -N*C- 

H 2 N 



"CHi-N-C-0 
H 2 N 



CF, 



-CH,-»C-0 
H 2 N 
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Table 1.163 



k m n chirality R 3 -(CH 2 fc-HCH 2 fe-G-R 6 



R 5 



1783 nc-\ >-ch 2 - 2 2 1 



1784 O-chj- 2 2 1 



1785 oSfCHjh-^-CHj- 2 2 1 



1786 



2 2 1 



1787 ch^ch^-Qhch,- -12 0 R 



1788 



CH 3 

H 3 C -0^ (> 



2 2 1 



1789 h 3 co-(v >CH r 2 2 1 



H 



H 



H 



H 



H 



-CHj-N-C-f > 



H )=/ 
H 2 N 



-CH 2 -N-C«Hf ^ 



, CF 3 



H >=/ 
H 2 N 



-CH 2 -N-C- 

H >=/ 




-CH 2 -N-C-f } 



,CF 3 



H )=/ 
H 2 N 



H 2 N 

-CHj-N-C^J) 
H 2 N 

-CH 2 -N-C-^J 
H 2 N 



1790 



1791 



1792 



1793 



CHi- 1 2 0 S 



chj- 12 0 S 



CH 3 

H 3 c -0~ CHr 



CH r 



2 2 1 



2 2 1 



H 



H 



H 



-CH 2 -N-G 



9 

c- 

H 2 N 




OCF. 



H >==/ 
H 2 N 



-CH 2 -N-C 




H 2 N 
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Table 1.164 



C ° N m o Pd ' £> (CH2) r 



r" 



k m n chirality R 3 -(CH 2 fc-f-(CH 2 fc-G-R 6 



R 5 



1794 h 3 c-Q-CHj- 2 2 1 



1795 



2 2 1 



1796 B^i /hCH 2 - 2 2 1 



1797 hoh'v /V-CH2- 2 2 1 



1798 H 3 CO-Q-CH 2 - 2 2 1 



1799 HjOCh-Q-ch,- 2 2 



1800 NC-<v /-CHz- 2 2 1 



1801 O" 01 *" 2 2 1 



1802 



1803 



CHj- 



H 3 CCH 2 0 



HO-4 >CHj- 



12 0 R 



12 0 R 



H 3 C 



1804 HbctCHrfr-Q-o 1 *- 2 2 1 



H 



H 



H 



H 




-CHjtN-C-^ y-F 
H 2 N 

H 2 N 

-CH^C-fjKF 
H 2 N 

_CH 2 -N-C-H^-F 
H 2 N 

_CH 2 -N-?-^-F 
H 2 N 

? 
■C- 

H 2 N 



-CH 2 -N-C-( Y-F 





H 2 N 




-CHj-N-C-^J-F 
H 2 N 

H 2 N 

H 2 N 



-ch 2 -n-c-^Vf 

H 2 N 
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Table 1.165 



C N m o Pd " r^ CH **~ k m n Chira,it y R3 -(CH^CH^-R^ 
R 

SC F 

1805 8r-Q^CH 2 - 12 0 R H _ CH _J?_^ 

1806 h,CO-Q-ch 2 - 1 2 0 R H -CH,-N-C-^5 



1808 



1810 




SCF 3 



1807 "^_ch 2 _ 1 2 0 R H 



H 

H 3 CC^>CH 2 - 1 2 0 R H .^J^^ 



1809 ho-Qkch 2 - 1 2 0 R h -ch 2 -^c-^ 



SCF 3 



ZQ~ CHZ ~ 12 0 R H ^.J^^ 



1811 rv" w f 1 2 o r h ^ 



9 /-< SCF3 

-CH 2 -^C^Q 



1812 h 3 cs-\ >-ch 2 - 12 0 R h _ ru _JLT / 



— CH 2 -N-C- 

H W 



SCF. 



SCF 



1813 H 3 CCH 2 -Q-CH 2 - 1 2 0 R H -ch 2 -n-C-^ 

1814 fP-CH 2 - 1 2 0 R H .^.J. 

SCF3 

1815 H3 OH^-CH 2 - 1 2 0 R H. -CH r j££ 
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Table 1.1 66 



1 8 8 



c °Nk> pd " r^ 0 ^" k m n chira,it y R3 



-Q6 



-(CH 2 )p-t-(CH 2 )5-G-R 



1816 (ch^h-^-ch,- 12 0 R 



1817 (ch 3 )jC-& >-CH 2 - 12 0 R 



1818 Sr-\ >-CH 2 - 12 0 R 



1819 h 3 co\J~ch 2 - 12 0 R 



1820 



1821 



h 3 co 



hohQ^ch 2 - 1 2 0 R 



HQ 



H3CO-Q-CH,- 1 2 0 R 



1822 ho-Qhch 2 - 12 0 R 



1823 



1824 



12 0 R 




CH *~ 1 2 0 R 



1825 H 3 cs-^^-CH 2 - 12 0 R 



H 



H 



H 



H 



H 



9 r< SCF * 

-CH 2 -N-C-f> 



H \=/ 



,SCF 3 



OCHF ? 



OC HF 2 



-CHj-N-C-^J 

-CH 2 -N-C-^ 

n PCHF 2 



-CH 



-CH 2 -M-C 



-CH 2 -N-C-^ 



pCHF 2 



pCHF 2 



-CH 2 -N-C" 



OCHF 2 



OCHF 2 



1826 h 3 cch 2 -hQ-ch 2 - 12 0 R H -ch 2 -^c-/^ 



OCHFo 
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Table 1.167 



1 8 9 



R 1 R 4 
No Pd ' R 2>" (CH2) ~ k m n chiralit y R 3 -(CH^fCH^G-R 6 



1828 



1836 



1837 



1827 (jry.J-'Xi- 12 0 R 



CH 3 



H 3 C_ \ /-O'a- 

.CH-, 



1 829 h 3 C- 

H 3 C 



V"3 

r-Cj-CH 2 - 



12 0 R 



12 0 R 



1830 (CHj^h-^-chj- 12 0 R 



1831 Br-H^-CHz- 1 2 0 R 

1832 h 3 co-^-ch 2 - 12 0 R 



H 3 cq 

1833 ho^-CH 2 - 1 2 0 R 



1834 HjCC ^_ CH2 _ 12 0 R 



1835 ho-6 >-ch 2 - 1 2 0 . R 



\_^ CH *~ 12 0 R 



£-^~}-ch 2 - ! 2 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



-CH,-N-C- 

* H W 



OCHF, 



-CH 2 -N-C-^ 
-CH 2 -*-L(5 



OCHF 2 



9 

-CH 2 -N-C- 



OCHF 2 



.OCHF, 



-CH 2 -N-C-HQf 



9 <X^ C ( CH 3>3 
-CH 2 -M-C-^J 



9 O^C(CH 3 ) 3 
-CH 2 -N-C- ' 



-CH 2 -M-C 



9 O^C(CH 3 ) 3 
P (X^C(CH 3 ) 3 

-cH 2 -hhc^y 

9 O^C(CH 3 ) 3 
-CH 3 -N-C-y| 

9 O^C(CH 3 ) 3 
-CH 2 -N-C-H^J 
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Table 1.168 



1 9 0 



Co N ^ pd - ^2>~(CH 2 ) r k m n chirality R 5 



T 

-(CHsJp-f-fCH^G-R 6 
R 5 



1838 H 3 CS-^ )~CH 2 - 12 0 R 



H 



9 oX(CH 3 ) 3 



-CH 2 -N-C-^J 



1839 hjCch 2 -(~)-ch,- 12 0 R 



9 (Vx C ( CH 3)3 
-CHj-N-C-QT 



1840 g^D -08 * - 12 0 R 



H 



9 O^C(CH 3 ) 3 
-CH 2 -N-C-^J 



1841 



H3C-C^-CH 2 - 



12 0 R 



1842 H 3 c-^ )~CH 2 - 12 0 R 

H 3 C 

1843 (ch^ch-^-chj- 12 0 R 



1844 (CH 3 ),c-( /-CHj- 12 0 R 



1845 ^cchs-^jI-chj- 12 0 R 



CH 3 

1846 HsC-hT^-cHj- 12 0 R 

H 3 C- 



1847 (CHjjjC-i^-cHj- 12 0 R 



H 3 CO 

1848 ho<>ch 3 - 1 2 0 R 



H 



H 



H 



9 O^C(CH 3 ) 3 
-CH 2 -N-C-h(J 



9 O^C(CH 3 ) 3 



9 0^qCH 3 ) 3 
-CH 2 -N-C^J 

9 Ck^C(CH 3 ) 3 
-CH 2 -N-C-^J 

f SCF 3 



-CHj-f^-C- 



-CH 2 -N-C 



PCHF 2 



-CH 2 -N-C-0 
-CHrN-O-^^ 
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Table 1.169 



1 9 1 



C °N m o Pd ' r2^ (CH2) T k m n chirality R> 



"(CH 2 ) F |-(CH 2 ) r G-R 6 
R 



1849 



1851 



1852 



1853 



1856 



1857 



1 850 H 3 CCH,— ^^-cn 2 



'sC-^^-CHj- 



CH 2 - 



H 3 CC 

ho\>^ch 2 - 




1854 {^D-OV 



1855 H 3 ccH 2 — ( }-ch 



CH 3 



1858 Br-^^-CHj- 

1859 H 3 CO-^~^-CH 2 - 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 O R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2-0 R 



H 



-CH 2 -N- 
H 




-CH 2 -N-C^-^~^ 



-CH 2 -N- 
Z H 




— CH 2 -N-C 



-CH 2 -N-C-^ 



-CH 2 -N-C-f > 



H \=/ 



-CH 2 -f^C-(j> 



-CH 2 -N- 



9 

H 2 N 




Br 



WO 01/42208 



PCT/JP00/08627 



19 2 

Table 1.17 0 



No r^ (CH2) T k m n chiral ">' "(CH^ICH^G-R 6 

t H 

1860 ^^_ch 2 . 1 2 0 R H - C H 2 -Jl-f^ 



1861 H3C( ^_ CHr 1 2 0 R H "CH 2 -N-?H0 

H 2 N 

1862 hcmQ-ch 2 - 1 2 0 R h - CH *-|t<^0 

H 2 N 

1863 £-Q-CH 2 - 1 2 0 R H -ch 2 -n-c-0 

0 H 2 N 



H )=/ 
HUN 



Br 



1864 H 3 CS-{^)-CH r 12 0 R h - CH *-\^-0 

H 2 N 

1865 tjr^y^r 12 0 R h - ch 2^-0 

H 2 N 

1866 h 3 c-\J-ch 2 - 1 2 0 R h - CH 2"*^c^Q 

H 3 C H 2 N 

1867 (ch^h^J-ch,- 1 2 0 R h ~ ch 2-n-c-Q 



H 2 N 

Br 



1868 (CH 3h c-Q^CH 2 - 1 2 0 R h - CH r^c-^3 



H,N 



1869 8r-^-CH 2 - 1 2 0 R h ~ CH a-^-0 

H 2 N 

1870 H 3 co^-CH r 1 2 0 R H -. CHrN -?^^ 



H )=/ 
H 2 N 
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19 3 

Table 1.171 



R 1 R 
Z Pd ' R^ (CHz)r k m " Chira ' ity RI -(CH^fCH^G-R 



1 872 H3C( 



1874 



1878 



H 3 CO 

1871 H0 ^y cHz _ 1 2 0 R h -ch 2 -£J-c 



J 




H 2 N * 

I 



c^>CH r 1 2 0 R h -ch^c-h0 



H 2 N 

1873 hohQ-ch 2 - 1 2 0 R h -ch 2 -n-c-^ 




H 2 N 



^y^r 1 2 0 R h ~ CH 2-^c-^ 



H )=/ 



1875 ^}"^" 1 2 0 R h " CH 2^-^ 



H 2 N 




1876 H 3 cs--^^-CH r 1 2 0 R h ' -ch 2 -n-c 

H 2 N 

1877 H3Cch 2 -Q-ch 2 - 12 0 R h ~ CH 2~[^ C \3 

H 2 N 

I 



^3"CH 2 - 12 0 R H -ch 2 -^c-0 

H 2 N 

CH 3 | 

1879 h 3 c-^~^-ch 2 - 1 2 0 R. h - CH 2-|^c--^5 

H 3 C H 2 N 

o /' 

1880 (CHafeCH^O-CHj- 12 0 R h -ch 2 -n-cH^ 

H 2 N 

1881 (Ch^c-Q-cht 1 2 0 R H -ch 2 -^c-h^ 



H >=/ 
H 2 N 
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Table 1.172 



1 9 4 



CO N m o pd ' r^ (CH2) " k m n chira,it y Ri -(CH 2 )p^ 



(CHsJp+rlCH^G-R 6 
R 5 



1882 Br-\ >-ch 2 - 



1 883 h 3 co-Q-ch 2 - 



H,cq 

1884 hK>ch 2 - 



1 885 H,CO-^}-CH r 



1 886 HO-\>"CH 2 - 



1887 



1888 



c5> 



1889 h 3 cs-\ /-ch 2 - 



.1 890 HjCCHj-^^-CHj- 



1891 P-W" 0 " 4 " 




1892 



CH 3 



CH,- 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



NO, 



-CH 2 -N-C-0 
H 2 

9 




2 H >= 
H 2 N 

9 



H 2 N 




-CHp-NhC-f ? 



NO 2 



H >==/ 
H 2 N 



~CH 2 -N- 



-CH 2 -^C-0 
H 2 N 



,N0 2 




H 2 N 
9 



-CH 2 -N-CH0 
H 2 N 



NO 2 



-CH 2 -N-C-0 
H 2 N 



NO 2 



-CH 2 -N-C-< / X ) 



NO? 



H 2 N 



-NO 2 



H )==/ 
H 2 N 



-CH 2 -N-C 




H 2 N 



WO 01/42208 



PCT/JP00/08627 



1 9 5 

Table 1.173 



C ° N m 0 Pd ' ^ CH 2)r k m n chirality R> -(c^^ch^G-R 5 ' 

ch 3 ~~ N o 2 

1893 >hC-i_)-CH r 1 2 0 R h - CH 2~N-c-0 

H 3 C H,N 



1894 (chjjCh-^ )-cn r 12 0 R h 



1896 H 3 0 



-CH 2 -N-C-< J 



H >= / 
H 2 N 



1895 (ch 3 )3C-^^ch 2 - 12 0 R h -ch 2 -n-c— 

H 2 N 



NO 2 



HO O z 00 ^ 

;O^CH 2 - 1 2 0 R H -CH 2 -N-C^p 



H 2 N 

OCF 3 



1897 H3CSH^-ch 2 - 1 2 0 . R h ~ ch 2 _ [| cH ^ 



9 /-<° CF3 

1898 h 3 cch 2 -(3-ch 2 - 12 0 R h ~ ch 2~J^ c \3 

H 2 N 

1899 (ch^h^^chj- 1 2 0 R H ~ CH 2~f^ c ~0 



1900 h^^ch 2 - 1 2 0 R H -ch 2 - 



H 2 N 

OCF 3 



2" H )==/ 



H 2 N 

1901 h^ch^-^Qhch,- 1 2 0 R H - CH 2~^ C ~0 > 

H 2 N 

■ /=\ 9 ' 0CF3 

1902 f-ii" CH2 " 12 0 R H -ch 2 ^c-/ 




H )=/ 
H 2 N 



9 W° CF3 

1903 (ch^chh^-chj- 2 2 1 H ~ ch *~^ ch O 

H 2 N 
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19 6 

Table 1.174 



C °Nk. Pd ' R2^ (CH2) r k m n chirality r> -(^^(ch^G-R 6 

R 

• O , 0CF ' 

1904 HjCtC^j-Q-C^- 2 21 - H -CHj-N-C-Q 

H 2 N 

1905 ^rl-cH 2 - 1 2 o r H -w-n 



1906 o-^/-CH r 12 0 R 



1911 



1914 H 3 C-< i-CHj- 2 2 1 h 



h y=/ 

9 



-«r>fe-0 



1907 HO^J-CH 2 - 1 2 0 R h -CH 2 - 



i£0 

H,N 



_ n PCF 3 

1908 H 3 CO-^_y-CH 2 - 1 2 0 R H -CH 2 -N-C-Q 



H >=/ 



9 w 0CF3 

1909 h 2 och-^-ch 2 - 1 2 0 R h _CH 2-||C-0 



H 2 N 

.OCF, 



_ O / W ° r 3 

1910 • Br-^-CH 2 - 2 2 1 - H -CH 2 -N-C-0 



H 2 N 

P O y° CF 3 



o-^-ch 2 - 2 2 1.- H -ch 2 -n-c-h0 



-c- 

H 2 N 

1912 ho-^-ch 2 - 2 2 1 H - CH 2-^c-Q 

H 2 N 

CH 3 « PCF 3 

1913 h 3 C-Q-CH 2 - - 2 2 1- H -CH 2 -^-<3 



H >=/ 
H 2 N 

H 2 N 
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Table 1.175 



1 9 7 



Co N m o pd - "a>(CH 2 )- k m n chirality R 3 



1915 



1917 



1918 



1919 



1920 



1921 



1922 



H3CCH2C) 



2 0 R 



ho^>ch 2 - 1 2 0 R 



H3CCH2Q 



ho<>ch 2 - 2 2 1 



H 3 Q 



,NH 2 



CH 2 - 



CHr- 



NH, 



,NH 2 



CH 2 - 



2 2 1 



2 2 1 



2 2 1 



12 0 R 



2 2 1 



H 



H 



H 



H 



-(CHj^fCH^G-R 6 
R 5 



-CH 2 -fshC-Hf > 



pCF 3 



H >=/ 



-CH 2 -N-C-f > 



OCF 3 



H >=/ 
H 2 N 



-CH,-»-C-p 
H 2 N 



,OCF 3 



H 2 N 

-CH 2 -N-C^J 
H 2 N ■ 

H 3 N 



-CH 2 -[vhC-0 
H 2 N 



OCF 3 



-CH 2 -N-D 




PC F 3 



H 2 N 



1923 BKJ-CH f 2 2 1 



H 



-CH 2 -N-C 



SCF 3 



1924 h 3 co-Qkch 2 - 2 2 1 



9 / SCF 3 



1925 ^0"CHr 2 2*1 



H 



-CH 2 -N-c-f ) 



SCF 3 



H \=/ 
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1 9 8 



Table 1.176 



No. R 



m n chirality R 3 -(CH 2 )^-|-(CH 2 )q-G-R 



1926 



1929 



1933 



1934 



1935 



F-^~^-CH 2 - 



2 2 



1927 HO-i /)-CH 2 - 2 2 



1928 0-yjrcn 2 - 2 2 




CH 2 - 



2- 2 2 



1930 h 3 CS-\ hchf 2 2 



1931 HjCCHjr-^-CHj- 2 2 



1932 ^3"°"*" 2 2 



CH 3 

H 3 C-^^-CH r 



2 2 



CH 3 

H 3 c_ i 2 2 

H 3 C 




CHj- 2 2 



1936 h 3 c-Q-ch 2 - 2 2 



H 



H 



H 



H 



H 



H 



H 



- CH ^ CH C5 

9 /-( SCF3 

-CH 2 -N-C-Q 

9 r~C 

-CHj-N-C-Q 



.SCF 3 



— CHj-N-C" 



SCF, 



SCF 3 



-CH 2 -N-C-^5 

-CH 2 -N-C-^J 

9 W SCF3 
-CH 2 -N-C-Q 



9 



— CH 2 -N-0 



,SCF 3 



SCF 3 



-CH 2 -N-C-H^ 

9 /-< SCF3 



-CH 2 -N-C-^3 



,SCF 3 
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Table 


1.177 




1 9 9 






Compd 
No. 


R '>(CH 2 )- 


k 


m n chirality 


R 3 


-(CHoJr-HCHpfe-G-R 6 
R 5 


1937 




2 


2 1 


H 


? A-< SCF3 

2 H W 


1938 




2 


2 1 


H 


-CH 2 -N-C-\ VCH 3 


1939 


H,CO-Q-CHr 


2 


2 1 


H 


2 H \=/ 


1940 


F^Q-CH 2 - 


2 


2 1 


H 


— CH-.-N-C— K J— CH-, 


1941 


F 


2 


2 1 


H 


H \=/ 


1942 


ho-^~^~ch*- 


2 


2 1 


H 


-CH 2 -r^c-f Vch 3 


1943 




2 


2 1 


H 


-CH 2 -N-C-f VCH 3 


1944 




2 


2 1 


H 


H \ / 


■1945 




2 


2 1 


H 


-CHj-N-C-^^CHj 


1946 


HjCCHj-^-CHr 


2 


2 1 


H 


-CH,-jj-C-(_>-CH, 


1947 




2 


2 1 


H 





WO 01/42208 



PCT/JP00/08627 



2 0 0 

Table 1.178 



Compd. 
No. 




k 


m 


n chirality 


R 3 


(CH 2 ) r t7(CH 2 ) r G-R s 
R s 


1948 


»+>c-(_y-CH 2 - 


2 


2 


1 


H 


-CHj-N-C-^J-CHa 


1949 


CH 3 

t+jC 


2 


2 


1 


H 


-CHa-N-C-^J-CHj 


1950 




2 


2 


1 


H 


-CH 2 -N-C-^J-CH 3 


1951 


h 3 chQ>-ch 2 - 


2 


2 


1 


H 


-CH 2 -N-C-^ = }-CH 3 


1952 




2 


2 


1 


H 




1953 


H 3 CO-Q-CH 2 - 


2 


2 


1 


H 


-CHa-N-C-^J-F 


1954 




2 


2 


1 


H 


-CH 2 -N-C-H^F 


1955 




2 


2 


1 


H 


_CH 2"!^ C ~w~ F 


1956 


H0 ~O~ cHj- 


2 


2 


1 


H 


9 Br 
-CH 2 -N-C-^-F 


1957 


0 


2 


2 


1 


H 


-CH 2 -N-0-^-F 


1958 




2 


2 


1 


H 


-CH 2 -N-C-^-F 



WO 01/42208 



PCT/JP00/08627 



2 0 1 

Table 1.179 



C N m o Pd * R^ (CH2) r k m n chirality R 3 -(CHa^CH^G-R 6 

R 

Br 



1961 



1962 



1959 h 3 cs-6 j>-CH 2 - 2 2 1 - h 



1960 HjCCh,-( )-ch 2 - 2 2 1 - H 




CH 3 

1963 H 3 c-\ )-CH r 2 2 1 - H 




H 3 C 

1964 o 2 r*-( >-CHz- 2 2 1 



1965 H 3 c-\ >-ch 2 - 2 2 1 



1967 Br-i >-ch 2 - 2 2 1 - . H 



1969 HO-< >-ch 2 - 2 2 1 - H 



-CH 2 -N-C-^- F 



-CH 2 -N-C~( = )-F 



CH 2~ 2 2 1 - H • „ ? 



-CH 2 -N-C-^)-F 



-CH 2 -N-C-^J- 

1966 (ch 3 ) 2 ch-Q" ch 2- 2 2 1 H _ CHr ^jL^~y F 



H 

F 



H 2 N 



1968 HaCO-Qh-CHr- 2 2 1 - h -ch 2 -n-c-^ % 




H 2 N 



-CH 2 -N.C-^ 
H 2 N 



WO 01/42208 



PCT/JP00/08627 



Table 1.180 



2 0 2 



C N m o Pd ' R^" (CH2) " k m n Chiralit y * -(CH 2 ^(CH 2)r G-R 6 



1970 



1971 



2 2 1 



2 2 1 



H 



H 



R 5 

-CH 2 -N-C-^ 
H 2 N 

-CH 2 -NhC-^ 



1972 HaCS-^^-CHj- 2 2 1 



1973 HjCCHj-h^-cHj- 2 2 1 



CH 3 

1974 H3 C^CH 2 - ^ 2 1 



1975 o 2 n-\ >-CHr 2 2 1 



1976 HaixQKCHjr 2 2 1 

1977 nc-Q-ch 2 - 2 2 1 



1978 (CHjJjCh-^-chj- 2 2 1 



1979 ^y~ CH 2~ 2 2 1 



1980 




CH 2 - 2 2 1 



H 



H 



H 



H 



H 



-CH 2 -^C-H0 
H 2 N 



-CH 2 -N-C-^ 
H 2 N 



-CH 2 " 



H >=/ 
H 2 N . 



-CH 2 -|shC-H0 



H-»N 



H 2 N 



H 2 N 

-CH 2 -N-C-^^F 
H 2 N 

-CH 2 -N-C-f)-F 
H 2 N 
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2 0 3 



Table 1.181 



C NT d ' R 2^ (CH2) i~ k m n Chirali, V * -(CH^CCH^G-R 6 



1981 o 2 n-\ )-CHr 2 2 1 



1982 HC-i >-CH 2 - 2 2 1 



1983 (CH 3)j CH-Q>-CH r 2 2 1 



1984 Br-\ )-ch 2 - 2 2 1 



1985 HjCO-^^-chj- 2 2 1 



1986 ho-6>-CH 2 - 2 2 1 



1987 



1988 



2 2 1 



ch 2 - 2 2 1 



H 



H 



H 



H 



-CH 2 -N-C' 




HUN 



-CH 2 -N-C-fjHF 
HjN 

-CH 2 -N-C-0-F 
H 2 N 



-CH 2 - 



H )==/ 
H 2 N 



H 2 N 

-CH 2 -N-C-f > 



H >=/ 
H 2 N 



H 2 N 

-CH 2 -NhC-^ 
H 2 N 



1989 h 3 CS-\ >-CH 2 - 2 2 1 



1990 HaCCH 2 -( >-ch 2 - 2 2.1 



1991 



CH r 2 2 1 



H 



H 



H 



-CH 2 -^C- 



9 

-c- 

H 2 N 




H 2 N 

-QH 2 -[shC-H0 
H 2 N 
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Table 1.18 2 



2 0 4 



Compd. R V(CH 2 ) r 
No. FT 2 ' 



k m n chirality R 3 



R 4 
R* 



-(CH 2 ) r }-(CH 2 ) r G-R 5 



1992 



H3C 



M* 3 

\J-CHi- 



2 2 



1993 o 2 n-\J-CH r 2 2 



1994 H3C-Q-CHr- 2 2 



1995 nch!>-ch 2 - 2 2 



1996 (CH 3 )^H-r/-CH J - 2 2 



CH 3 

1997 h 3 c-0-CH 2 - 2 2 

H 3 C 



1998 Br\ >"CH 2 - 2 2 



1999 h 3 CO-^-ch 2 - 2 2 



2000 



ch 2 - 2 2 



2001 hc-Q-ch 2 - 2 2 



2002 



g-^~)-CH 2 - 2 2 



H 



H 



H 



H 



H 



H 



H 



-CH 2 -N-t0 
H 2 N 

-CH 2 -NhC-0 
H 2 N 

-CH 2 -N-C-f > 



h y=/ 

H 2 N 



H 2 N 

-CH 2 -N-C-0 
H 2 N 

-CH 2 -N-C-0 
H 2 N 

-CH 2 -N-C-^ 



H \==/ 



-CH 2 -NhCHf > 



H 



CI 



-CH^fshCH^ 
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Table 1.18 3 



2 0 5 



Compd. R V(CH 2 )- k m h chirality r> 
No. Pi 



-(CH 2 )i(CH 2 ) 5 -G"R s 
R 



2003 ^}~ CH i~ 2 2 



2004 HjCS-k /-ch 2 - 2 2 



2005 HjCCHj— ^^-chj- 2 2 



2006 




2 2 



2007 OjN-QkCHjt 2 2 



2008 H 3 C-\ >-CH 2 - 2 2 



2009 nc-4>-oi 2 - 2 2 



2010 (ch 3 )jCH-^-chj- 2 2 



CH, 



201 1 h 3 c-^ /-ch 2 - 2 2 

H 3 C 



2012 Br-L >-ch 2 - 2 2 



2013 HjCO-^^-CHj- 2 2 



H 



H 



H 



-CHj-N-C-^J 
-CH 2 -N-C-^ 
-CH 2 -N-C-(J 



-CH 2 -N-C- 



.a 



.a 



-CH 2 -NhC-^ 



9 



-CH 2 -N-D 



P 



^ch 2 -n-c-h(3 



9 



.a 



-CH 2 -^C- w 



-ch 2 -n-c-^-q 
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2 0 6 

Table 1.184 



C N m o Pd ' R^ (CH2) T k m 0 Chira,i,y ' -(CH 2 )^(CH 2 ^G-R 6 
R 

Br 

2014 ho^Q-ch,- 2 2 1- h _ CH2 _J?/H Q 

H — 

2015 £P^H 2 - 2 2 1- H _ CH2 _^/^ a 



2016 



2017 H 3 cs-\ >-ch 2 - 2 2 1 h 



2018 h 3 cch 2 -( }-chj- 2 2 1 - h 



2019 



2020 



~ch 2 -n-c-€ J-a 

H 

CH 2 - 



CP" 0 * 2 2 1- h -CH 2 -^<£a 



H 3 c-{j^ r 2 2 1 - h -cH 2 -N-?-^a 



2021 0 2 ^Q-CH r 2 2 1- H ■ _ C „_J_^ Q 



2022 i+,o-< >ch 2 - 2 2 1 



Br 

2023 nc-<>ch 2 - 2 2 1 - H . CHf ,|A a 



Br 

2024 (ch^mQhch,- 2 2 1 - H - CHf .J_fi a 



H \=/ 

Br 

H 
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Table 1.185 



2030 



2031 



2032 



CH 3 

2033 H 3 o<jKCH 2 - 2 2 1 - h -CHrN-H 



No. 6 ' R 2^ (CH2) ^ k m n chirali, y -(CH 2 )^lY(CH 2 )q-G-R 5 
H 

, CH 3 — . _ 

2025 h 3 c^>ch 2 - 2 2 1- h -airtXrCa 

H 3 C H W 

- 9 ' Br 

2027 Bi-Q-rCHf 2 2 1 h -CH 2 -N-C- 

H 2 N 

2028 H 3 CO-^~)-CH 2 - 2 2 1 - h _CH 2-^-Q 

H 2 N 

- 9 w Br 

2029 ho-Q-ch 2 - 2 2 1 h - CH *-JfC-Q 

Br 




<jr^~)- CH 2- 2 2 1 - H -CH 2 "N-C-0 

° H 2 N 

t^)-™'- 2 2 1- h "CH 2 -^c-0 



H 2 N 

Br 



P^O^ CHr 2 2 1 H -CH 2 -N-C-0 

H 2 N 



h y=/ 




Br 



H 2 N 

.Br 



2034 OjN-Q-chj- 2 2 1- h - CH 2-^-^ 



H 2 N 

-rw.-u-r-/' 



2035 H 3 C-^ >CH 2 - 2 2 1 H -CH. 

H 

H 2 N 



&0 
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Table 1.186 



2 0 8 



c °NT d ' r^ (CHz) *~ k m n chirali, y R3 



-(CH 2 )^-(CH 2 )q-G-R 6 
R 5 



2037 



2038 



2036 nc-h1 JhcHj- 2 2 1 



m" 3 

h 3 c-0-ch 2 - 2 2 1 

H 3 C 



k5- 



CH 2 " 



2 2 1 



2039 H 3 c-\ >-CH 2 - 2 2 1 



2040 h 3 chQkch 2 - 12 0 R 



H 



H 



H 2 N 

-CH 2 -jShC-0 



Br 



-CH 2 -N-C-0 
H 2 N 



-ch 2 -n-c-t<1 

H CN 



-CH2-N-C-a+-^J 



2044 



2045 



2046 



2041 h 3 c-( i-CHj- 12 0 R 



2042 . H 3 c-\ >-ch 2 - 12 0 R 



2043 h 3 chQ-ch 2 - 12 0 R 



CH 3 
CH 3 

CH 3 
CH 3 

-CH 2 - 
CH 3 



12 0 R 



12 0 R 



12 0 R 



H 



H 



H 



H 



H 



-CHg-N-O 



(J>CH 3 „ 



H 3 ^ yCH3 



9 



H 3 C 
N-C-CH.H0 



CH 3 

> 
CH 3 



9 



-CH^-N-O 



-CH : 



-CH 2 -N-0-Q 



Htj 
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Table 1.187 



Co ™P d - "^>(CH 2 ) r k m n chirality R 3 -(CHajicH^G-R 6 
No. R 




WO 01/42208 



PCT/JP00/08627 



2 1 0 



Table 1.1 88 



d i R 4 
Co ™P d - _^>(CH 2 ) r k m n chirality R> "(C^Jp+iCH^G-R 6 



No. R 



2058 



2059 



2060 



2061 



2062 



2063 



2064 



2066 



2068 



h 3 co 0CH3 

&»r 2 2 1 



CH r 2 2 1 



H 3 CO^ 
HjCO-Q-CH r 2 2 1 
OCH3 



R CH 3 



CH 2 - 



H 3 CO-^)^CH 2 - 



H 3 CO_ 
H 3 CO 



Bi 




CH 2 - 



2 2 1 



2 2 1 



2 2 1 



2 2 1 



HaCCHjO 

2065 H3CCHl o-rW 2 2 1 



pCHa 
CH 2 - 



2 2 1 



2067 otcbCHCHj-^-cH,- 2 2 1 



2 2 1 



H 



R 5 



P 




-CH r N-C-Q- F 
H 2 N 

V 




H 2 N 




-CHr-N-C-f V-F 
H 2 N 




H 2 N 

9 



-CHz-N-C-<J-F 




-CHj-N-C 



H 2 N 

9 




H 2 N 



P 




H 2 N 

P 

H 




H 2 N 



H 2 N 
P 




-ch^c-^f 

H 2 N 



WO 01/42208 
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2 1 1 



Table 1.18 9 



R 1 

Compd. ^ (CH2 v_ k m n chirality 
No. Fr 



R 3 "(CH 2 )p-f-(CH 2 )5-G-R 6 
R 5 



2069 



H3( %=v 

H 3 CO-^~VcH 2 - 



2 2 1 



H 




H,N 



2070 



2071 



2073 



2074 



2075 



2076 



2077 



2078 



2079 




ch 2 - 2 2 1 
OCH 3 



h 3 ccm£~^-ch 2 - 
0CH3 



2 2 1 



2072 (HjOjCho-^-ch,- 2 2 1 



HjO 



2 2 1 



2 2 1 



H 3 cq 



Qkch,- 2 2 1 



2 2 1 



OH 



CH 2 - 2 2 1 



H3CCH2Q OH 




CHr 



o 



HjCO-Q-CHj- 



2 2 1 



2 2 1 



H 



H 



H 



H 



H 



-CHg-N-C 




tfi* 



H 2 N 



H 2 N 



-CH^C-{J-F 
H 2 N 



H 2 N 



-CHz-N-C-fJ-F 
H 2 N 

9 




-CHj-N-C-^J-F 
H 2 N 

-CHj-N-C-f )-F 
H 2 N 

9 




-CHg-N-CH? VF 
H 2 N 

9 




-CHj-N-C-f VF 
H 2 N 

9 




i 

H 2 N 



-CHz-N-C-f >-F 



WO 01/42208 



PCT/JPOO/08627 



2 1 2 



Table 1.190 



1 R 
Compd. R "^(CH 2 )- k m n chirality R 3 -(CH 2 fe-f-(CH 2 fe-G-R 6 

NO. H R 5 



2080 



2081 



2082 



2083 



2084 



2085 



O- 



HO^^-CHj- 
H 3 CC-^-CH r 



2 2 1 



2 2 1 



2 2 1 



H 3 CO 

HO-\^-CH r 12 0 R 
Br 

HO ~C^ >_CHz " -12 0 R 
H3CO 



OH 



H 3 CO-\ /)-CH 2 - 



Cl 



12 0 R 



2086 ho-TW 1 2 0 R 



H 



H 



H 




-CH^-N-O 



H 2 N 



-CH.-N. 




H 2 N 



-CH^N-CH0 



, CF 3 



-CHjr-jNH 




H 2 N 



H 2 N 



,CF 3 



,CF 3 



H 2 N 



2087 (H3C) 2 n-\J-ch 2 - 12 0 R 



2088 (h 3 cch 2)? n-^-ch 2 - 1.2 0 R 



H 



p 

-CH2-N-0 



p 

-CH2-N-0 



H 2 N 



2089 



CH 2 - 



12 0 R 



2090 0~ °-0" CHr 1 2 0 R 



H 




H 2 N 



-CHjr-N-C- 



9 

c- 

H 2 N 




P F 3 



.CF 3 



WO 01/42208 
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2 1 3 



Table 1.191 



Compd. R S-(CH 2 )r 
No. FT 21 



k m n chirality 



-(CH 2 Jf-( 



-(CHaJjH-tCHaJjrG-R' 
R 5 



2091 



2093 



2094 



2095 



2096 



2098 



2101 



CH 2 - 2 2 



2092 C!-^~^-ch 2 - 2 2 



>-CHr 2 2 



ch 2 - 2 ' 2 



CH 2 - 2 2 



CH,- 2 2 



2097 Cl-<Q-CH r 2 2 



^CH r 2 2 



2099 O-Q-CHj- 2 2 

2100 0-^-CH 2 - 2 2 



CH 2 - 2 2 



H 



H 



H 



H 



OCMjCHj 



CMj- 



15 



OCHjCMj 



w 9 

CH 2 CH2SCH 3 



,OCH 2 CH 3 



PCHjCHj 



(fl 

-CH-N-C-f > 

CH 2 -hQ| } 
C(CH 3 ) 3 

<* ?w OCHjCH3 

-CH-N-C-f 9 

i 



-CH-N- 



H \=/ 



CH 2 C H 2 C H 3 



CH 2 Y>C, 



pCHsCHa 



pCHjCH 3 



IT" 

o 

-CH-N-C— (' > 
^-Q^OCH, 

«- lA CHiCH3 

-CH-N-C-f y 



WO 01/42208 
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2 1 4 



Table 1.192 



Compd. r V (C h 2 ) k m n chjra|jt 
No. R z 



-(CH 2 )p+-(CH 2 ) r G-R 6 
. R 5 



2102 



ch 2 - 2 2 1 



2103 o-Q>-ch 2 - 2 2 1 

2104 o-Q>-ch 2 - 2 2 1 



2105 



2106 



HjCOOH 
Q-CH 2 



H39.OH 
Q-CHjr 



2 2 1 



2 2 1 



2107 T Vch 2 - 2 2 1 



H 



H 



H 



H 



H 



CH^Hp-g-OCHj-^^ 



_Ch-N-C-(J 
HaC-CHOCHj-^^ 



'CHjCHj 



— CH-N-C 



0 OCHjCHj 



CHjCHj-C-OCHa 
6 * 



- CH ^s- c >=/ 



H 2 N 



H 2 N 



H 2 N 



2108 



CH 3 



CH 2 - 



2 2 1 



2109 B 'X2^ CH2 " 2 2 1 



H 



H 



H 2 N 



-CH2-N-O 




2110 tV5C *t3-CHr 2 2 1 



2111 o-^-ch,- 2 2 1 



2112 HjCCH^^-CHr 2 2 1 



H3CO 



-CHj-N-C-^-F 

9 
-0 

H 2 N 

-CHj-N-C-fJ-F 
H 2 N 



-CH2 ~h" C- \=/ F 




WO 01/42208 



PCT/JPOO/08627 



2 1 S 



Table 1.193 



Compd. R S_ (CH2 v_ k m n chira | ity 
No. Pr 



R 5 



"(CH 2 ) r h-(CH 2 ) r G-R 5 



H 2 N 

2113 H 3 ccJ fe >CH r 2 2 1 



H 2 N 

2114 H.0-O-CH,- 2 2 1 



2115 



2116 



ch 2 - 2 2 1 



w f 2 2 1 



2117 o-hQ-ch 2 - 2 2 1 



H 



H 



H 



H 



-CHj-N-C-^J-F 
H 2 N 



9 



-CHz-N-C-f VF 




H 2 N 



w 9 

1 H 
CH(CH 3 ) 2 



k5 



OCH 2 CH 3 



OCH 2 CH 3 



(*) 9 W~ 

CH(CH3)CH 2 CH 3 

.OCHjCHa 



NH 



HQ 



2118 HOH Q. 



CH r 



2119 



OH 



HO^y-CH 2 - 



12 0 R 



12 0 R 



H 



-CHy-N-C-0 
H 2 N 



CF 3 



H 2 N 



2120 B ^ CHj 



OCH 3 



12 0 R 



2121 ho^ch 2 > 12 0 R 



2122 




CH 2 - 



12 0 R 



2123 



CH r 12 0 R 

N0 2 



H 



H 



H 



H 




,0=3 



H 2 N 

-CH^IJ-C-p 
H 2 N 

H 2 N 
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Table 1.194 



R 1 * R 

C ° N ^ pd - r2 >( CH 2>T k m n chirality R' -(CH^fCH^G-R 6 



2124 



2125 



2126 



2130 



2131 



2132 



2133 



o 2 n 

°-0- 



CH r 



0 2 N 



0 2 N 

H » C ^0~ CHs "" 



12 0. R 



12 0 R 



12 0 R 



2127 ^"^-C"* - 12 0 R 

NH 2 

H 2 N 

2128 ^cohQ^ch^. 1- 2 0 R 

H 2 N 

2129 h 3 chQ-Ch 2 - 1 2 0 R 



2 2 1 



CH 3 

JQ^CH r 2 2 1 

CH 3 



H,N 



(H3C) 2 N 



12 0 R 



12 0 R 



2134 



CH 2 - 12 0 R 

N(CH 3 ) 2 



H 



H 



H 



H 



H 



CF-, 



H 2 N 

-CH r M.C-^J 
H 2 N 



-CHj-N-C- 

H W 



H 2 N 
H 2 N 




CF 3 



-CH2-N- 



H 2 N 

? 



H 2 N 

9 




-CHj-N-C-^J-F 
H 2 N 

9 




H 2 N 




CF 3 



H 2 N . 



-CHg-N-C 




CP, 



H 2 N 
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2 17 



Table 1.19 5 



Co N ^P d - "a>-(CH 2 ) r k m n chirality R 3 



-(CH 2 )p-f-(CH 2 )5-G-R 5 
R 5 



2135 



2138 



2139 



(HjOjN 



h 3 CO-& i-CH r 



12 0 R 



(H 3 C) 2 N 

2136 H , ( ^Q_ CHr . 1 2 0 R 



CH 3 

2137 c^-ch 2 -. 1 2 0 R 



H 3 a 



H 3 
CH 2 - 
CH 3 

a 



CH 3 



12 0 R 



CH 2 - " 1 2- 0 R 



H 



H 



H 2 N 



, CF 3 



H 2 N 
H 2 N 
H 2 N 



_CH 2 -JJ-L0 
HjN 



,CF 3 



2140 




CH 2 - 
NH 2 



2 2 1 



H 



-CHj-N-C-f >~F 
H 2 N 



2141 



2142 



2143 



2144 



2145 



h 2 n 



CH,- 



r 




CH 2 



CH,- 



HN-5-CH3 
O 



H 2 N_ 
H 3 CO-Q-CH 2 - 



h °-0" 



CH 2 - 



2 2 1 



2 2 1 



2 2 1 



2 2 1 



2 2 1 



H 



H 2 N 



9 




H 2 N 

<HrN-C-0-F 




H 2 N 



-CH 2 -N-C 




CF 3 



H 2 N 



-CH 2 -N-C-f > 



H )=/ 
H 2 N 
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PCT/JP00/08627 



2 1 8 



Table 1.196 



Compd. r V (C h 2 )- k m n chifa | i(y 
No. R z 



R 3 



-(CH 2 )p-f-(CH 2 )5-G-R 6 
. R 



2146 



2147 



2148 



r 




J-CH 2 - 2 2 1 

NHj 



9 

h 3 c-c-nh 



9 

H3C-C-NH 



CH 2 - 



CH 2 - 



2 2 1 



2 2 1 



-CH,-N-C- 

H W 



■c- 

H 2 N 




H 2 N 



-CHj-N- 




0 2 N 

2149 hcmTVch 2 - 1 2 0 R 



2150 



2151 



2152 



2153 



2154 



2155 



2156 



9 

HjC-c-nh 
at— ^^-chj- 




CHj- 



HN-f-CHj 
0 

9 

H3C-C-NH 
H 3 CO-^^-CH 2 - 

9 

H3C-C-NH 



9 

H3C-C-NH 



H 3 



9 

HjC-c-nh 



CH,- 



CH 2 - 



CH 2 - 




HN-f-CHj 
O 



12 0 R 



12 0 R 



12 0 R 



1 2 0 R 



2 2 1 



2 2 1 



2 2 1 



H 



H 



-CHa-N-o-0 

H 2 N 



,CF 3 



-CH 2 -N-C-/~S 



PF3 



H )=/ 
H 2 N 



-CH 2 -N-C-^ 



9 

-CH 2 -M-G 



P F 3 




-CH 2 -N-C- 




H 2 N 



-CHj-N-C-f > 



PV 



H )=/ 
H 2 N 



-CH 2 -jvhO 




H 2 N 



? ' CF3 



~CH 2 -N-C-0 



WO 01/42208 
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2 1 9 



Table 1.197 



Compd. r S_ (C h 2 )- k " m n chira | ity 
No. Pr 



R 4 



R 3 



"(CH 2 )p-f7(CH 2 )q-G-R 6 

. R 



2157 



,CH 3 
CH 2 - 



12 0 R 



H 



.CF, 



H 2 N 



H 3 C-NH 

2158 ho >>ch 2 - 1 2 0 R 



2159 



2161 



2162 



2163 



2164 



2165 



2167 



h 3 c-nh 



H 3 CO-i >-CH 2 - 



2 2 1 



H3C-NH 

2160 hcH^Vch,- 2 2 1 



H3C-NH 



O-^-CHr 



H 3 C-NH 



H 3 



H 3 C-NH 



CH 2 - 



HO-^-CH 2 - 



pH 3 



CH 2 - 



CH 2 - 



2 2 1 



2 2 1 



2 2 1 



12 0 R 



12 0 R 



2166 fVcH 2 - 12 0 R 

N 




12 0 R 



H 



H 



H 



H 2 N 
H 2 N 

9 




-CHj-N-C-^J-F 
H 2 N 

-C- 
H 2 N 




CF 3 



H >=/ 
H 2 N 



-CH 2 -N-C 

H 2 N 



CF 3 



-CH 2 -N-C-( / X > 



CF 3 



H >=/ 
H 2 N 



-CH 2 ~!tc-^i) 



, CF 3 



H )=/ 
H 2 N 



-CH 2 -N*0 




H 2 N 



CF 3 



-CH^fj-C-np 
H 2 N 
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2 2 0 



Table 1.198 



Compd. R V(CH 2 ) r k m n chirality 
No. Fr 



"(CH 2 ) F ^-(CH 2 ) r G-R 6 



2168 



2169 



2170 



2171 



2173 



2174 



2175 



2176 



2177 



2178 



H30 



C-OCHj 
CH 3 

,CH 3 



Ha 



2,72 ^ 



CH2- 



CH 3 



H 3 C CH 3 
Bn ^-CH 2 - 

PCH3 
HjCO-^Ty-CHj- 

H 3 C 

H 3 C^ OH 
fQ-CH 2 - 
CH 2 OH 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



H 



H 



9 



H 



H 



H 



H 




" CH2 "K"° >= 
H 2 N 

9 w" 3 

-CH 2 -N-C-£J 
H 2 N 



-CHj-N-C' 




9 

c- 

H 2 N 

-CH 2 -N-C-^J 
H 2 N 

-CH 2 -N-0-^J 
H 2 N 



9 




H 2 N 
H 2 N 

9 

■c- 

H 2 N 
H 2 N 

9 w" 3 

H 2 N . 



-CH 2 -N-C- 

H W 




-CH 2 -N-C- 




.CF 3 



H,N 
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Table 1.19 9 



Compd. R1 >-(CH ,) r 
No. R 2/ ' 



k m n chirality R 3 



-(CH 2 ) r f-(CH 2 )5-G-R 6 
R 




2179 £>" CH r 12 0 R 

o 



2180 a— {3-(CH 2 ) 2 - 12 0 R 

2181 H ' Ca CXl!H Hr 1 2 0 R 



2182 



2184 



2185 



2186 



2187 



2188 



2189 



12 0 R 



2t83 



4> 




CH2- 



CHj- 



2 2 1 



2 2 1 



2 2 1 



12 0 R 




Vch*- 2 2 1 



12 0 R 



H 



H 



H 



H 



H 



-CHz-N-C-f ? 



h y=J 

H 2 N 



-CH*-N-C-f > 



CF 3 



H >=/ 
H 2 N 



-CH 2 -N-G 




H 2 N 



CF 3 



.CF 3 



-CH 2 -[^C^0 
H 2 N 

-CHe-N-C-^J 
H 2 N 

-CHj-N-C-^-F 
HjN 

VP 

-CH 2 -N-C-( ) 



H >=/ 
H 2 N 



-CH 2 -N"C- 



9 
c- 

H 2 N 




P F 3 



H 2 N 



9 

-CH 2 -N-C 



H 2 N 



i/1 



,CF 3 



-CH3-N-C- 
H 2 N 



WO 01/42208 



PCT/JP00/08627 



2 2 2 



Table 1.200 



c nT 3 ' r*^ CH23 t k m n chiralit y 



R 3 -(CH 2 )=47(CH 2 )=-G-R 6 



2190 "t^cH,- 



2191 



2192 



2193 



2195 



2196 



2197 



H 



CH 2 - 




H 2 N 

2194 " H.O-0-CHr 



H 2 N 



CHj- 



H 3 C-NH 



2 2 1 



2 2 1 



2 2 1 



2 2 1 



2 2 1 



2 2 1 



h 3 ch>>ch,- 1 2 0 R 



H 3 ONH 



h 3 coh£>ch 2 - 1 2 0 . R 



H 



H 



H 



? 




H 2 N 



-CH 2 -N-D 




-CH 2 - 



H 2 N 

9 



H 2 N 



H 2 N ' 



9 

-CH 2 -N-C- 



H 2 N 

-CHi-N-C-^J 

-CH^N-C-^J 
H 2 N 

-CH 2 -N-C-^J 
H 2 N 



2198 



2200 



h 3 c-nh 



H3C-NH 

H 3 C-^-CH 2 - 



12 0 R 



2199 ^J^V^. 2 2 1 



HaC-NH 



CH 2 - 



2 2 1 



H 



H 



H 



-ch,--n-c- 

H W 



9 

-c- 

H 2 N 




-CHr-H- c- 



9 
-0 

H 2 N 




H 2 N 



WO 01/42208 



PCT/JP00/08627 



223 



Table 1.201 



Compd. R V( C H 2 ) r 
No. FT ' 



k m n chirality 



-(CH 2 b^-( 



-(C^Jp-f-fCH^G-R* 
R 5 



2201 



2204 



2205 



2207 



2208 



2209 



2210 



2211 



h 3 c-nh 

H 3 C-^-CH 2 - 
H 



2 2 1 



2202 S ^'V\ 12 0 R 

2203 £^>ch 2 - 2 2 1 - 



,CH 3 



CH 2 - 



CH, 



CH 2 - 



.CH 3 

2206 HO-^OV- 2 2 1 



,CH 3 



CH 2 - 



HN-CH 3 



CHj- 



HN-CH3 




CH2- 



2 2 1 



2 2 1 



2 2 1 



2 2 1 



2 2 1 



12 0 R 



2 2 1 



H 



H 



H 



H 



H 



H 



? 



"CHa-N-C-^J-F 




hUN 



? 

-CH 2 -N-C- 



H 2 N 

P , 

-CH^-N-C-f \-F 




H 2 N 



-CHr-N-C-^J 
H,N 



-CHj-N- 

H \= 




P 

-c- 

H 2 N 



H 2 N 



pF 3 



-CH2-N-O 



H 




H 2 N 




-CH2-N-C- 

H 2 N 

P 

-O 
H 2 N 




-CHr-jJW-fJ-F 



-CH 2 -N-OHp> 
H 2 N 



-CH 2 -N-C-^J 
H 2 N 
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Table 1.202 



Compd. R V(CH 2 ) r 
No. ' 



k m n chirality R 3 



R 4 
R 5 



'-(CH 2 ) F H(CH 2 )q-G-R 6 



2212 



2213 



2215 



2216 



2217 



2222 



|^> CH *- 



H 



CH 2 - 



2 2 1 



2 2 1 



H 2 N 



2214 H 3 CH>>CH r 2 2 1 



H 3 C-HN 



cmQ-ch 2 - 1 2 0 R 



H3 



y-cn r 1 2 0 . R 
H3CCH2 £j 



h 3 co-cT 

H 3 C-<~VcH r 
CH 3 



12 0 R 



2218 ci-Q-CHjr 12 0 R 

2219 CI-Q-CH2- 12 0 R 

2220 a-Q-CH r 12 0 R 

2221 Ch "0" CHr 12 0 R 



H3 ° CH 3 



P0 2 CH 3 

CH 2 - 12 0 R 



H 



H 



H 



H 



H 



H 



H 2 N 



-CH 2 -N-D 




H 2 N 



-CH 2 -|\H 
H 




,CF 3 



.CF, 



H 2 N 



H 2 N 



H 2 N 



H 2 N 



,CF 3 



-CHr-N- 
H 



0 H 

Lr<* 



H 



TfO 



H 



-CH2-N-C-0 



CF, 



H 2 N 
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Table 1.203 



Co N ^ pd - p2>(CH 2 ) r k m n chirality R 3 



"(CH 2 ) r |-(CH 2 ) ? -G-R 6 
R 



2223 0-Q-ch 2 - 12 0 R 

2224 O-Q-CHj- 12 0 R 



2226 



2225 O-f VCH 2 - 12 0 R 



H 3 Q 



CH, 



12 0 R 



2227 ci-Q-CH r 12 0 R 

2228 a-Q-CH 2 - 12 0 R 



2229 ^^-CHr 12 0 R 

CH 3 



2230 HsCCH2 _ H M^ CHr 12 0 R 



CH 3 

2231 H j0O ^-J_ CHr 1 2 0 



2232 H 3 CO^>CH 2 - 1 2 0 



2233 



CH r 

N 
H 



12 0 R 



H 



H 



H 



H 



H 



H 



-CH 2 -N-C x M 
H M»N 




H3 f\ 



CF 3 



H 



P 



H VN 



hC-f 



CF 5 



_CH 2 -N- C -<p 



-CHj-^C 



H 2 N 

(=3 



N(CHjte 



-CHrN-C-^} 



9 W°° F3 

-CHfN-C-Q 
H,N 



H 2 N 




PC F 3 



-CH 2 -N-C-( > 



pCF 3 



H )=/ 
HUN 



H 2 N 
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Table 1.204 



R^ ^ 

C °Z p6 ' R 2^" (CH2) r k m n chiralit v R3 -(ch 2 )pHy<ch 2 )^g-r 6 

R 



2234 



2237 



2238 



2240 



CHr p CF 3 

Q^CH 3 1 2 0 R H . "CH^N-C-0 

H H 2 N 
CH 2 - n 7 OCF 3 



2235 f 1H> 12 0 R H -CHrN-o 



N 






H >= 



H H 2 N 
H H 2 N 



2236 [ T> 1 2 0 R H -ch 2 -n-o 

N H 




PCF 3 



c CHr 9 /~-< OCF3 

C ^XX^ 12 0 R H ~ ch 2-n-c-0 

H H 2 N 

CH 2 - q ,OCF 3 

H3C XX^ 12 0 R H -CH rff ^0 

H H 2 N 

f H r p 7 ocf 3 



2239 LJL> 1 2 0 R H -ch 2 -n~c- ^ 




CH 3 H 2 N 

CH r p _/OCF 3 

QCVch 3 1 2 0 R H -CH r N-c-Q 

H H 2 N 

CH 2 - Q -OCF3 



^1 



2241 f |p» 1 2 0 R H -CHrN-c- 

H H 2 N 



, CH 2" n PCF- 



2242 LJL? 1 2 0 R H -CH2-N-C- 



CH 3 H • H 2 N 




3 



\ 



9 '° CF3 



2243 (h 3 C) 2 n-^^ch 2 - 12 0 R H ~ CH 2~N~ c -^l5 

H 2 N 

CH r . p PCF 3 

2244 1 2 0 R H ~ ch 2^n-C--Q 

F ^^ X ^H H 2 N 
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Table 1.205 



C °N m o Pd ' R> (CH2) r k m n chirality 



-(CH 2 )pf-| 
R 5 



,-n 5 



(CH 2 )^-G-R 



2245 H3cN X^_ CHz . 1 2 0 R 



H 



-CH^N-O-f } 



H )=/ 
H,N 



2246 »3CCH } 'V 



2248 



2250 



2252 



2253 



2254 



2255 



1 2 0 R 



2247 (WickS* 



££>ch, 1 2 0 .R 



H 2 N 



/-CH 2 - 



12 0 R 



2249 h 3 C^>CH 2 - 1 2 0 R 



H 2 N 

H0 ~O~ CH2 



12 0 R 



2251 H3 c^>CH 2 - 1 2 0 R 




H 



H 

Hsc xxf 



H 

CH 2 - 



2 2 1 



2 2 1 



2 2 1 



2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



H 2 N 




.CF, 



H 2 N 



P 



-CHj-N-C-0 
H 2 N 



,OC F a 



-CHrN-C-^J 
H 2 N 



-CHj-N-C-^J 



H 2 N 

9 



.OCF a 



-CHz-N-C-^ 
H 2 N 

H ? N 



H 2 N 



H ? N 



,CF 3 



£F 3 



-CH2-W-C- 



f 
H 2 N 
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Table 1.206 



c °N m o pd ' R> (CH2) r k m n chiralit y 



-(CH 2 )X(CH 2 ) r G-R 6 



2256 



2257 




CH3 



H 3 CQ 



civ 



2 2 1 



2 2 1 



2258 O-Q-CHg- 12 0 R 

2259 h 3 cs-h^-ch 2 - 12 0 R 



2260 



o<>CH r 1 2 0 R 



2261 ohQ^-ch-t 12 0 R 

2262 h 3 cs-^j>-ch 2 - 12 0 R 



2263 



o^>ch 2 - 



12 0S 



2264 O-^-CH^ 12 0S 

2265 HjCS-^^-chj- 12 0 S 



2266 Cf-Q-CHjr 12 0S 



H 



H 



H 



H 



H 



.CF 3 



-ch^n-c- ^ 

hUN 



-CH^N-C-Hp 
H 2 N 



CI 



-CH-N-C-^J-O 



CH 3 

-CH-N-C-^J^a 
CH 3 

(S) ff . /=\ 

CH 3 
CH 3 

-ch-n-c-^hQ 

CH 3 



(s) 9 

CH 3 



CH 3 

D-f Va 



— CH-N-C- 
CH, 



M 9 

CH 3 
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Table 1.207 



Co N m o pd - p3>(CH 2 )- k m n chirality R' 



R 4 



-(CHs^CH^G-R 6 



2267 



2270 



2273 



2275 



2 2 1 



2268 0-Q-CH2- 2 2 1 

2269 h 3 cs-^^-ch 2 - 2 2 1 



2 2 1 



2271 o-Q-CHj- 2 2 1 

2272 h 3 cs-^^>-ch 2 - 2 2 1. 



a-^>CH 2 - 



2 2 1 



2274 H 3 CS-^^-CH 2 - 2 2 1 



2 2 1 



2276 d-^-ov 2 2 1 



2277 H,C 



CH 2 - 2 2 1 



H 



H 



H 



H 



H 



LrCc. 



CH-i 



CH, 



CI 



_^H-N-C-Q-CI 



CH, 



CH 3 
CH 3 
CH 3 



-CH-N-C-^_^-CI 
CH(CH 3 ) 2 

-CH-N-C-^J-CI 
CH(CH 3 ) 2 

CH(CH 3 ) 2 
(S) 9 /=v 
CH(CH 3 ) 2 

CH(CH 3 ) 2 
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Table 1.208 



R 1 R 4 
C ° N m 0 Pd- R3 >( CH 2)r k m n chirality R 3 -(CH 2 )^(CH 2 )q-G-R 6 

R 



2278 



2280 



2281 H^cs-i >-ch 2 - 1 2 0 S H 



C^-CH r 1 2 0 R H -j»X^0 



CH 3 H 2 N 

(s, p - CF3 



2279 d-Q-CH 2 - 12 0 R H ""f^ 0- ^ 



CH 3 H 2 N 

•CF 3 



cJ^CH r 1 2 0 S H -JH-N-C-0 



CH 3 H 2 N 
CH 3 H 2 N 

,CF 3 



2282 o-Q-ch 2 - 2 2 1 H -JH-n-c-Q 



CH 3 H 2 N 

2283 H 3 cs-^_y-CH 2 - 2 2 1 H -^h-n-c^J 

CH 3 H 2 N 

2284 ch-Q-CH r 2 2 1 - H -f^-Q 

CH(CH 3 )sj CF 3 
IH 2 



2285 a-^-CH r 2 2 1 H """fW^"^ 

CH(CH 3 ) 2 CF 3 



226S »fiS-\ ^-CH,- 2 2 1 - H -CH-H- 



CH(CH 3 ) 2 CF 3 



2287 a-^)-CH r 2 2 1 H "^h^JTQ 



CH(CH 3 ) 2 

.a 



2288 H 3 CS~^^CH2- 2. 2 1 - H -jH-N-c-^-a 

(CH 2 ) 2 CONH 2 
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Table 1.209 



C °N m n Pd ' o3^ (CH 2>r k m n chirality R 3 "(C^^CH^G-R 6 



No. R 



2289 



C^>CH r 



2 2 1 



2290 _/V\^«, 2 2 1 



ci— ^3^ CHr 



2291 o-Q-CH r 2 2 1 



2292 h 3 cs-\ >-ch 2 - 2 2 1 



2293 



2 2 1 



2294 a^Q-CH r 2 2 1 

2295 HgCS-^^-CHjr 2 2 1 



2296 



1 2 0 R 



2297 H 3 c 



ch 2 - 12 0 R 



2298 J^y CHr 1 2 0 R 



H 



H 



H 



H 



H 



H 



(CH 2 ) 2 CONH 2 

-jh-n-c-^J-o 



CH 2 OH 



.a 



CH 2 OH 
CH 2 OH 
CH 2 OH 



(S) 9 

J H H 

CH 2 OH 



CH 2 OH 

-jH-N-c-Q-a 

(CH 2 ) 2 S0 2 CH 3 
(CH 2 ) 2 S0 2 CH 3 
(CH 2 ) 2 S0 2 CH 3 



2299 h 3 cs-\>-ch 2 - 12 0 R 



(S) 



(CH 2 ) 2 S0 2 CH 3 
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Table 1.210 



232 



Compd. R V( C H 2 )i 
No. R 2 ^ V 2I> 



If" k m n chirality R 3 



"(CH 2 )p|-(CH 2 ) r G-R 6 
R 5 



2300 o-Qkchj- 12 0 S 



2301 



2302 



2309 



Ay 
Ay 



1 2 0 S 



12 0 R 



2303 O-^-civ 12 0 R 

2304 H 3 cs-^-CHz- 12 0 R 

2305 ch^K 



2306 h 3 c 



ch 2 - 1 2 0 S 



2307 . Ch-Q-CH 2 - 12 0 R 



2308 h 3 c 



ch 2 - 12 0 R 



Ay 



12 0 S 



2310 a-^3"-CH 2 - 1 2 0 S 



H 



H 



H 



H 



H 



H 



(CH 2 ) 2 S0 2 CH 3 
(CH 2 ) 2 S0 2 CH 3 



(S) 
-CH-N-t 

i H \=( 
(CH 2 ) 2 S0 2 CH3CF 3 

-CH-N-C-f ^ 
(CH Z ) 2 S0 2 CH3CF 3 



in 



(S) 

-CH-N-C , 
I H \=( 
(CH2} 2 S0 2 CH3CF 3 



(S) 

(CH 2 ) 2 S0 2 CH 3 CF 3 



.in 



(S) 

-CH-N-C- N 
| H \=( 

(CH 2 ) 2 S0 2 CH3CF 3 

(S) f 
-CH-N-C- 
| H H 

(CH 2 ) 2 S0 2 CH 3 
(S) $ 
(CH 2 ) 2 S0 2 CH 3 

(CH 2 ) 2 S0 2 CH 3 
(S) if /=v 
(CH 2 ) 2 S0 2 CH 3 
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Table 1.211 



C °Nk. Pd ' R ^ (CH2) r k m n chirali{ y R3 -(CHs^CH^G-R 6 



2313 



2318 



2311 h,cs-(\ >-CH 2 - 1 2 0 S 




(CH 2 ) 2 S0 2 CH 3 



m 9 CF = 



2312 HgCS-^^-CHr 1 2 0 R H ~f*Jt C ~^5 



CH 3 H 2 N 



a!K-CH r 1 2 0 R H "f-r^^-a 

CH 3 

(S) ° — 

2314 H3CS-^-CH 2 - 1 2 0 S H "f^H^'irO 



CH 3 

CI 



2315 ci-Q-ch 2 - 2 2 1 - H -^H-N-c-^-a 



CH(CH3) 2 

2316 Ch-^-CHr 1 2 0 S H "f""^^^ 

(CH 2 ) 2 S0 2 CH 3 CF 3 

2317 „ >A CHr . 2 2 1 - H -f^ft^Q 

CHzOH CF 3 



Ay^ 1 2 o r h -rB-^K) 

(CH 2 ) 2 S0 2 CH 3 



2319 ^_r\, Wr 2 2 1 H -CH-N-c-w 



-CH-N-C- 
I H 
CH(CH 3 ) 2 



2320 o-^J-CH r 2 2 1 - H "f^H^H 



CH(CH3) 2 



2321 H3CS-(_^-ch 2 - 2 2 1 H "J^h^hA-/ 



CH(CH 3 ) 2 
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Table 1.212 



C N m o Pd " R^ (CH2) i" k m n chiralit y R3 



-(CH 2 ) r f7(CH 2 )q-G-R 6 
R s 



2322 



2324 



2325 



2328 



C^>CH r 



2 2 1 



2323 h 3 cs-^^-ch 2 - 2 2 1 



2 2 1 



12 0 R 



2326 a-Q-CHa- 12 0 R 

2327 HaCS-^^-CHir 12 0 R 



1 2 0 S 



2329 a-Q-CH r 12 0 S 

2330 HsCS-^^-CH-r 1 2 0 S 

2331 a-Q-CH r 1 2 0 S 

2332 a-^-CH r 12 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



(S) ? /-v 
CH(CH 3 ) 2 

CH(CH 3 ) 2 



CH 3 H 2 N 
CH 3 
CH 3 
CH 3 

(S) ? /=\ 
CH 3 

(S) ? /=\ 
CH 3 

<S) ? /=\ 
CH 3 



<S> i? 



H0 

CH 3 H 2 N 



.CF 3 



^H-N-C--^J--CI 
(CH 2 ) 2 S0 2 CH 3 
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Table 1.213 



Compd. R V(CH 2 ) r 
No. R 2 ^ 2) 



k m n chirality 



"(CH 2 )p|-(CH 2 ) r G-R 6 



2333 OH^-CH r 12 0 R 



2334 HjCS-ijKCHa- 12 0 S 




2335 .^T^cHr 1 2 0 S 



2336 0-Q-CH r 1 2 0 S 

2337 HsCS-^^-CHjr 12 0 S 

2338 h 3 cs-^^-ch 2 - 2 2 1 

2339 o-Q-CH 2 - 2 2 1 

2340 H 3 CS-^^-CH 2 - 2 2 1 

2341 o-Q-ch 2 - 2 2 1 

2342 H 3 cs-^y~c»r 2 2 1 



2343 



o-^-CH r 



2 2 1 



H 



H 



H 



H 



H 



(CH 2 ) 2 S0 2 CH3 

(CH 2 ) 2 S0 2 CH 3 
(S) i? /=\ 
(CH 2 ) 2 S0 2 CH 3 

(CH 2 ) 2 S0 2 CH 3 

(S) i? /=v 

(CH 2 ) 2 S0 2 CH 3 

<5> 9 /-v 
-CH-N-ON- 
I H H 

(CH 2 ) 2 CONH 2 



(S) P 
— CH-N-C- 

I H W< 
(CH2) 2 CONH 2 CF 3 

-CH-NhC—f ? 
I H \=< 
(CH 2 ) 2 CONH 2 CF 3 




(S) 

CH 2 OH CF 3 



s-Fs 



(S) 

-CH-N-C- , 
J H \=< 

O-^OH CF 3 
(CH 2 ) 2 CONH 2 
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Table 1.214 
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Compd. R V( C H 2 ) r 
No. R 2/ V 2,1 



k m n chirality R 3 -(CH 2 )r-|— (CH 2 )q-G-R 6 



2344 



2346 



2347 



2348 



2350 



2351 



2352 



2353 



2354 



a-^y~CHr 2 2 1 



2345 ct-^-CH 2 - 2 2 1 



a^3-CH r 



2 2 1 



1 2 0 S 



12 0 R 



2349 ^"0- CH r 12 0 R 




CH r 




CH 2 - 



12 0 R 



12 0 R 



Ay 

Ay 
Ay 



CH-r 



CH r 



2 2 1 



2 2 1 



1 2 0 R 



H 



H 



H 



P 



(CH 2 ) 2 CONH 2 
(CH 2 ) 2 CONH 2 



(S) 
-CH-N- 



(CH 2 ) 2 CONH 2 CF 3 
(S) ff /== 

CH 3 



(CH 2 ) 2 S0 2 CH 3 



(CH 2 ) 2 S0 2 CH 3 
(CH 2 ) 2 S0 2 CH3 
(CH 2 )2S0 2 CH 3 
CH, 



(S) <j> 
-CH-N-C-I 
| H H 

CH 3 



(CH 2 ) 2 S0 2 CH 3 
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Table 1.215 



237 



Compd. R \_ (CH v_ 
No. R 2/ 2] 



k m n chirality 



"(CHa^CH^G-R 6 
R 5 



2355 



2356 



2357 



2358 



2359 



2362 



2363 



2364 



CM^>-CH 2 - 

o^-ch 2 - 

CI-^-CH 2 - 
Cl— ^3~CH 2 - 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



2360 c^TYcHr 1 2 0 R 



2361 Ch Y- VcHr 1 2 0 R 



c^Q-ch 2 - 1 2 0 R 



2 2 1 



2 2 1 



2365 „ r\ ^ 2 2 1 



C^Q-CH r 



H 



H 



H 



H 



H 



H 



H 



ci a 



(S) p 

(CH 2 )2S0 2 CH3 




(CH 2 )2S0 2 CH 3 a 

(CH 2 ) 2 S0 2 CH 3 

-<fH-N"C-^J-CH 3 
(CH 2 ) 2 S0 2 CH 3 

(CH 2 ) 2 S0 2 CH 3 

(5) ? 
-CK-N-C- 
J H H 
(CH2) 2 S0 2 CH3 

(CH 2 ) 2 S0 2 CH 3 

(S) cp 

(CH 2 ) 2 S0 2 CH 3 

-^H-N-C-f' VCI 
CH 3 

-?H-IJ-0-(_) 





f 

CH 3 



CI 



CH 3 



a 
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Table 1.216 
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Table 1.217 



C ° N m o pd - p 2 >( CH 2)r k m n chirality R 3 "(C^^CH^G-R 6 



2377 ^"O -0 " 2 " 2 2 1 



2378 



2379 



2380 



2381 



2382 



2383 



2384 



2385 



2386 



2387 




CH 2 - 



O^HCH 2 - 




Ch-^>CH 2 - 
0-^CH 2 - 

o-^3- cH 2- 




OH^^-CH 2 - 



CH 2 - 



2 2 1 



2 2 1 



Vch 2 - 2 2 1 



2 2 1 



2 2 1 



2 2 1 



W 1 2 0 R 



12 0 R 



12 0 R 



12 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



CH 3 

-fw-N-c-Q-a 

CH 3 

CH 3 H 2 N 

CH 3 H 2 N 

CH 3 HO 
CH 3 



-OH 



(5) ? 

-CH-N-C-N-CH 2 - 
| H H 



CH 3 
(S) 




-^H-j^-^^a 

(CH 2 ) 2 S0 2 CH 3 

-J^N-C-^J-CI 
(CH 2 ) 2 S0 2 CH 3 

-^H-N-c-^^-a 

(CH 2 )2S0 2 CH 3 

-jH-N-c^J-a 

(CH 2 )2S0 2 CH3 
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Table 1.218 



C ° N m 0 Pd - p3>(CH 2 ) r k m n chirality R 3 -(CH^fCH^G-R 6 
2388 p_/^_ CH _ 12 0 R H "f""^" 0 "^/ -0 



2389 



2392 



2394 




2397 _fA_ CHr 2 2 1 - H 



(CH 2 ) 2 S0 2 CH 3 

CI 



(^-ch 2 - 1 2 0 R H "f^K^ 0 



(CH 2 ) 2 S0 2 CH 3 




2390 ch/>CH r 1 2 0 R H "f^lT 

(CH 2 ) 2 S0 2 CH 3 Br 

2391 chhQkchz- 1 2 0 R H -jh-n-c-Q 

^ (CH 2 ) 2 S0 2 CH 3 CI 

a^-CH r 1 2 0 R h "J ^-^3 



(CH 2 ) 2 S0 2 CH 3 



Ck (S) f 

2393 (jJ-ycHr 1 2 0 R H -CK-^c-n-ch 



(CH 2 ) 2 S0 2 CH 3 

CI 



C^>CH 2 - 2 2 1 - H -fH-N-C-^-a 

(CH 2 ) 2 SC H 3 

o^>ch 2 - 2 2 1 - H -jh-^h^c. 



CH 2 OCH 2 Ph 

.CI 



2396 o^VcH r 2 2 1 H -jh-n-ch^o 

(CH 2 )<NH 2 
-(jHHjc-Q-a 



2398 _J^___ 2 2 1.- H h.1 M V 
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Table 1.219 



c °N m o pd ' R^~ {CH2) r k - m n chira,it y R3 



f? 4 

-(CHa^CH^G-R 6 
R 5 



2399 



2400 



2401 



2402 



2403 



2404 



2405 



2406 



2407 



0-^>CH 2 - 
C^3-CH r 

C^-CH 2 - 




CH r 



b- 




CH r 



CH 2 - 



2 2 1 



2 2 1 



2 2 1 



2 2 1 



2 2 1 



2 2 1 



2 2 1 



2 2 1 



2 2 1 



2408 Hacso?-/ Vchj- 2 2 1 



2409 h 3 co 2 c-(' VcH r 2 2 1 



H 



H 



H 



H 



H 



H 



H 



_CH^C-Q-C, 
-CH-^C-/VCI 



OCHjPh 
CI 



(5) ? 



1 h 

CH 2 OH 



— CH-N-C-f Va 



CI 



p 



CH 2 OH 
CH 2 OH 
CH 2 OH 

-JH-^cH^J-a 

CH 2 OH 

(S) 9 

-CH-N- 
1 H 
CH 2 OH 



P 



CI 



P 



CH 2 OH 



a 



CH 2 OH 
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Table 1.220 



R 1 R 4 
0 °No P6 ' r^ 0 " 2 ^ k m n chiralit y R3 -(CH^tC^^G-R 6 



2410 



2411 



2412 



Ay 



Ay 



CH 2 - 



2 2 1 



2 2 1 



2 2 1 



H 



H 



H 



CH 2 OH 

(S) p' 
-j;H-N-c- 

CH 2 OH 



a a 




CHjOH 



2413 



2414 



2415 



2416 



2417 



2418 



2419 



2420 




CH 2 - 



o^>ch 2 - 




CH 2 - 



Ay 
Ay 
Ay 



Ay<»r 



2 2 1 



2 2 1 



V CHr 2 2 1 



0-<Q-CH 2 - 2 2 1 



2 2 1 



2 2 1 



2 2 1 



2 2 1 



H 



H 



H 



H 



H 



(S) 2 

-CH-N-C- 
J H H 

CH 2 OH 



(S) p 
— (jJH-N-C 

CHjtOH 



OCH 3 



CH 3 
CH 3 

CH 3 
CH 3 



~CH-NhON- 
J H H 
CH 3 



CH 3 
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C0 N m 0 pd ' r2>" {CH2) " k m n chiralit y R3 



fir 



-(CH 2 )~f-(CH 2 )q-G-R 6 
R 



2421 



2422 



2423 



2424 



2425 



2426 



2427 



2428 



0-Q-CH 2 - 2 2 1 



0^>CH 2 - 




c^>CH 2 - 
a-^-CHf 



12 0 R 



Vch 2 - 1 2 0 R 



12 0 R 



12 0 R 



12 0 R 



O^J-CH 2 - 1 2 0 R 
a-^>CH r 1 2 0 R 



H 



H 



H 



(S) f 

— CH-N-C- 
I H H 

CH 3 



,OCH 3 



(CH 2 ) 2 S0 2 CH 3 
(CH 2 ) 2 S0 2 CH 3 

(CH 2 ) 2 S0 2 CH 3 

(S) ? /=\ 
(CH 2 ) 2 S0 2 CH 3 

(CHj.JjjSOzCH, 
(CH 2 ) 2 S0 2 CH 3 

-f H -ir c -fK> F 

(CH2) 2 S0 2 CH 3 
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ssti/t, mx&* mm. *<t**tt. mm, u «r&£®*£ 
mj 7^*011^ en*. 

)V) - 1 - > 5=-;U- 4 - [ { N - (3-hU 7JU:frO*^;U'<C>7-f 
)V) ^Uy)H tf^ 'J -7x7 &<D «fc 5 fc, S«7$>ft 

^lsoc 1 ~c 6 7;i'*;Hrt#tl^5ti'5.. c^t> 7;u + ;us<t 

LTfi. mA.it. x^;i>, n-yDh'Jk n-7?JK n - ^ 

10 n-'\ + v';U, n-^7^;P, n -fV7o t;k,.. 

-fV^fJP, sec-y^k tert-7'fJk ^'M>fJk 

tert-'OfJk 2 - *^)\,^>^)l. l.-JL^fr??- 

;us, x^;pg&£*#^tf ens. 

20 ±C5* ( I ) Tg£n*{fc"&«Jtt, I^&IWO 9 9 2 5 6 8 6 fC 
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2 4 5 



(mma 1 ) 



T£5£ (II) 



(CH 2 ) k 




5 



R 



>— (CHa),— N 



(CH 2 ) n -NH 
R 3 



(CH 2 ) 



m 



CSC =fi » R 1 , R 2 . R 3 , j, k, itu &=ktfnte. ±125: (I) 13 & 
T^Sn-Sft^ l ^ft t, TIBSt (III) 



HO-C-(CH 2 ) p — |-(CH 2 ) q -G-R 6 " (*) 
15 R 5 

[S«t», R 4 . R 5 , R 6 , G> p, &ektfqte. ±1E£ (I) £ £ It 5 

•€-tt-en©5£tB£isii;-e*s. ] 
jbEa (no -cssnaaji'jf^R® tfcfc&mmfr} 

5 H (DCC) > N-X^^-N* - ( 3 - x * 

^7i/yDf;i') *;u#s?-f5H (edc utBwso , 

= )V S J <i a ^ */ — )V ( C D I ) . N - t H □ * -> It £ •> > «f 5 K (HO 
S u ) . N - t h* □ * -> ^ > 7 h U 7 7- ;U ( H O B t ) . ^ > 7 h U 
30 7V — )U- 1 Jl**!/ h U X ( tf □ 'J v J ***-?A = '\ 
+ 1t7WD*77i-h (PyBOP) . 2 - ( 1 H - K > 7 h 'J 7 
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1 - 1 -f )V) -1, 1, 3. 3-Th7^fJ^nzOA-A 
*^7^tD*X7i-h (HBTU) . 2 - (lH-^> , /h'J7V 

1 )V) -1, 1. 3, 3-f F7>fJ^D;^A = f h7 

7;p^-o#i/-h (tbtu) . 2- (5 -y;p^;u^>- 2, 3-v 

5 *JH?*">-f 5 K) -1. 1. 3, 3-jh7>fJ^D-7A = 7h 
77WD*l/- h (TNTU) . O- (N--tf-£ v - S -1. 
1, 3, 3-7 L K7^5 1 ;U^D^'5A = ^h77Jl/^-n^l/-h (TS 
TU) . 7ath'J7 ( tf O V v y ) ^7.*r:^A = '\ + l7-7;l/^-D* 
77i-f (PyBroP) ; M®73 U !)A, 0?&#J|/-> 

10 £ A , ptrnTkmi- h 'J -tfAttCOfctlM, h'Jlfil'/S^, y-fV 

5i#$i£fc£©tt* ^* z. t\z J: o > «k o Rrttiiff n- 

15 ttfiHtZ. 

2 ) 

TEit (IV) 

20 

V-(CH 2 )-X (IV) 
R 2 



25 [it*, R 1 . R 2 , *«fc^jtt, ±E'3 (I) Kfctt3-£n-en<B£ 

fe«7U-;i/x;u*-ji/^*->S€:STo ] 

-C£$ftS7;P*;Hfc«l8 1 !§*<!:, Tf2.it (V) 



30 
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/ 



(CH 2 ) k 



y 



o 



ii 



(CH 2 ) q -G-R 5 



HN 



(CH 2 ) n -N-C-(CH2) p 
R 3 



(V) 



(CH 2 ) m ' 



R : 



5 



[it*, R 3 , R 4 ,R 5 . R 6 . G, k. m. n, p, &£Zfiqlt. ± 

Est (i) iz&tfz'tnztKDmm t m i;tss. ] 

il/TB. ttJfcE^. a^lHf^JfSKitfbns. 7 

k u 7 fr* a * ^ & z & * - )i * * ~s Mtz zrfmtf e>n^>o 

(«£8i3) 
TIES (VI) 

25 



30 [at. r l ^=t^RMi±tss (i) Jwistts-tn-fn^sstpii; 

T* 0 . j tt 1 £ fett 2 s-igf. ] 



R 



>— (CH 2 ) M -CHO 



(VI) 
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Sfcte, T!2S (vii) 

R'-CHO (VII) 
5 [it*, RMi±fH£ ( D K^ttS R 1 <D$£g<!:|I] 9 . jfiO 

■p**n57^ffcKiait. ±Est (v) ts^n§{t^io. i 
mum. 

U 9 A, v7 J fcmitfrOmj- b U £ A. MJ 7-t h*->**ffc*£jfe 

15 tt«|j»jS7cS^^«»:*ffl^« H 

(«iift4) 

TES (viii) 

20 R 1 / (CHz)k \ O R 4 

>— (CH 2 )j -N )— (CH 2 ) n -N-C-(CH 2 ) p — ^-(CH 2 ) q -NH ( VIH ) 

R 2 ^(CHaJp, 7 R 3 R 5 R 7 

[SCt/R 1 . R 2 , R 3 , R 4 . R 5 > R 7 , j, k> m, n, p. fcJ: 

25 #q«. ±fssc (i) iz&vzzn^nofemtmuT'&z. ] 

HO-A-R 6 (IX) 
30 [it*, R 6 fJ±fEit (I) R 6 W^^i:[5l cr* 0 . Att# 
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2 4 9 



±§sa: (IX) T*Stt*#;u#>K£fctt;wP#>8©KjStt85i»# 
{fc¥#5T-«KHsgffi >8Jft«7^*>l 

0 

±s5it (VIII)' Ta**l*<fcfctt 1 Sii, TfSit (X) • 
Z = C = N = R 6 (X) 

5 

R 6 tt±iext (i) r 6 <n%.mtm o , z«k 

T"S $ ft § -f V -> 7 * - H S tz \t -f 7 5 1 * -> 7 * - h 0 . 1-1 0 3 & 

(ttifig 6 ) 
TfSit (XI) 

R 1 y( CH a)kx o R 4 



R 



,2 




(QH 2 ), 




(CH 2 ) n -N-C-(CH 2 ) p 
R 3 



R 



(CH 2 ) q -A-OH (XI) 



[ it * . R 1 . R 2 , R 3 % R 4 , R 5 . j > k , m , n s p. & <k q , 



WO 01/42208 

2 5 0 

T'g$tt5ffc£fe l ait. TffiSC (XII) 



PCT/JP00/08627 



R 6 -NH 2 (XII) 

5 tie*, r 6 «±ibiC (i) ic&tts r 6 <D%.mtm ] 

MJfl^S Z t \Z «fc 0 . cfc 0 R^{IiifT$-&-5 C 
10 ±Efiififfi 1 ~ 6 CfcHT. #R«tft-r**H*«, 

15 sen, *^Bj®ft^ti«v w^tf 7;p*;KkK^, 7->JMfc££, 

->H, 7-fe h- h UJPftfro^^D h >ttffitt»», *9J-fr^x.9 
25 Tltfll» Sft5. 

^rtio«iS^Fffitw*^T"b» RjCfl«tt-78t:~+i50t:. $? 
it<aor~i ooto$eiTi5. kjs^tsk a*®**, fits 
are, Sit. am, sfflfcuttj. n^Hs tu-ivvy? 

4 -fc £*fx r> z. tCi 0 , SM£T5±fBit (I) T^£n-593i#7 



WO 01/42208 



2 5 1 
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ttfk&mt Lxii. hiv (t hfi&^±n ©i^iceit^ 
&m'&(omms.fcs &mft$tm$.m (gvhd) . m%.m> m&mm®. 

iJ^i (COPD) . 7 h tf-tt&Jf t^D-f H-y 

10 

^T#fl:t*i:ftsnfcfl:*«#^tt. WETab 1 e 1. l~l. 2 
15 2 l KfcHTffSfcAttfll t lxT*»ffc<fc^«j{r#$n&rk^tt#^ 
(Compd'. No. ) iJil^l/TH5. 

[##0«J 1 ] (R) -1- ( 4 - £ □ P^> *?)),) - 3- [ (N- (3. 

4 - y7^ta^>7^ ;p) yu->;n 7$/] g_g_u_£> (jt^MM. 

f 6 9) (Defile 

20 #58 91©ft:£tt ttWO 9 9 2 5 6 8 6 §E ® CD £2 it ffi £ £ 0 £ J* L 7c 
09 to M 1 6 0 6 © (R) -1- ( 4 - ? a a - 3 

- [ { N — (3- (h'J7JWo^?jl.ft) "*>l/-f;tO ^'JyJH 
7 = y] t!DiJy>li, ^TOck? 

1 ) 3 - 7 5 / - 1 - (4 □□^>yj|/) fcfP U v> • 
25 ' 4 - ? an^>v?JVi7 nV F (4. 15g, 25. 8mmol) t l 
Pr 2 NEt (6. 67g, 51. 6mmoI)£3-{(tert- 
7 h*ri/% 7 5/} tf □ 'J (4. 8lg, 25. 8mm 

ol) ®DMFi§i (50mL) fCjJDAfc. KBUG®* 7 0 X^T: I 5 
fSMftL. i«^«ffTl:^l/fc. H&H (CH 3 CN. 5 0m 
30 L) l:±Dl«tt5.3 - { (te r t -yh + y^j^r^) 75 
J } -1- ( 4 - £ O □ *C> ' e □ 'J v > (6. 43g, 80%) 
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2 5 2 

1 H — N M R (CDC I 3 , 300MHz) 61. 37 (s. 9H). 
1.5-1.7 (br. 1 H). 2.1-2.4 (m. 2 H) . 2.5-2.7 On. 2 H) . 
2.83 (br. 1 H), 3.57 (s. 2 H) . 4.1-4.3 (br, 1 H) . 
5 4. 9-5. 1 (br, 1 H) . 7. 15-7. 35 (br. 4 H) ; 

aSttRPLC/MS-CtiiJfc (9 8%) ; ES I/MS m/e 
311. 0 (M + + H, C 16 H 24 C1N 2 0 2 ) 

3 - { (ter t - 7 h 75 7) -1- (4 -0 □ 

nK>~y)l) fcf □ 'J v> > ( 6 . 38g, 20. 5mmol) «CH 3 0 
10 H (8 OraL) i§tl:lM HCl-Et 2 O(100mL)£J!}DX., 

( C H 3 O H : CH 3 CN=1 : 2 > 1 30mL) TtSt5. Z t \Z £ 
0. 3-757-1- (4-^D^>vJH epy>?>.Z*B* 

( 4. 9 3 9 g, 8 5%) za&mmtLTmrco 

15 ,'H-NMR (de-DMSO, 3 0 0 MHz) <5 3.15 (br, 1 H) , 
3.3-3.75 (br-m. 4 H) , 3.9 (br, 1 H) . 4.05 (br, 1 H) . 
4.44 (br. 1 H). 4.54 (br, 1 H) , 7.5-7.7 (m. 4 H) , 
8. 45 (br, 1 H). 8. 60 (br. 1 H) ; 

$6S(4R P L C/M S T'^fefc (> 9 9 %) ; ESI/MS m/e 
20 211. 0 (M + + H, CnHnClN,) 

ft^Stt (R) - 3-75/-1- (4-^DD^>yJH tf □ U v 
>-^tt»ttt£ (S) - 3-757-1- (4 no^>v;p) fcf □ 

±IE7-fe5^i|^ C 1 H- NMR*j*Lfc. 
25 2 ) (R) - 3 - ( (N-ter t-^h^y^^-M 9*) : s)V) 
757-1- ( 4 - □ □ ^ > v ;U ) tfD'Jv> 

(R) - 3-757-1- tfD'Jv>--& 
( 4 . 54g, 16. Ommol) , 2M NaOHSI (8 0m 
L) . ii^ilf^ (80mL) <Dm&®Z®ftL. W$Jf£#l$t 
30 L, tK if £ X 3 1 ;U (80mLX2) TttffiUfe. WttHSSfcti-T 

ss*bsk^- h u ^A-cftja. mm, mi^r^zuz^ommo (r) - 
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3 - 7 5 / - 1 - ( 4 - i? □ o^>->';i/) tfn | Jv J > (3. 35g, 9 
9 %) 

(R) - 3- 757-1- (4-^OD^>v;i/) fDUy> (3. 
35g, 1 6 mm'o 1 ) OCH 2 C 1 , ( 8 0 mL) ®m\Z. E t 3 N 
5 (2. 5mL, 17. 6mmo 1) , N - t e r t-^h + y^i^r 
)V if 'J -> > ( 2 . 79g, 16. Ommol). EDCI (3. 07g, 
16. Oramo 1) feitJHOBt (12. 16g. 16mmol)^ 
J0*£. KJ£fi£tt£ 2 5 tiT 1 6 B*W«#Ufc&. 2M NaOHil 
m (8 0mL) *tRH*ftlBU *l*5>^DD^^>Ti 

10 Bl/fc (100mLX3) . 'WttIB fcafo-frT* ( 1 0 0 mL x 2 ) <h 
(lOflmL) TiJfcjtL, «*Bi»* h y ^ATSS, I®, S 
SSLfc. A7A^d t h^^y^r- (S i0 2 , SKx^ju) (c«tO, 
IMttS (R) - 3- (N- (ter t - f h * ft) )V#-)l<) if V 
757-1- ( 4 - i7 P P^> fDUyy (5. 4 0g, 

15 9 2 %) £f§ifc. 

3) (R) -1- (4 -i7 UU^yj/)V) -3 - U ~>;i/7 5 7 ) fcf 
□ U v><D^-fig 

(R) - 3 - IN- ( t e r t - ~f Y * s s t) )\> # - )V) ifVi/)l>} 7 
5 7- 1- (4 - i? □ WOV)\/) t?DiJy> (5. 3 9g, 14. 7 

20 mm o 1) <D * 9 P - )V (60mL) 4M HC 1 ->*^" + 1t> 

(3 8mL) 2 l*IB!*# L fc-. EJfcfi 

^tt£»8L, 2M NaOHigS (8 0mL) £JDX.£. 
^OD^> (80mLx3) T&tBL, ttS & * * fc> itX * 
h'J^AT'gl, mm Lit. *7&i7 bif?7 4 - (S i0 2 , A 

25 cOE t : E tOH: E t,N=90 : 5 : 5) CiO, ( R ) - 3 - 
(^'Jy;P7Sy) -1- (4 -iP DD^>y» tDiJy> (3. 3 
74g, 86%) £ f# . 

1 H — N M R (CDC 1 3 , 2 7 0 MHz) 5 
1.77 (dd, J = 1.3 *5«ktf6. 9 Hz. 1 H) , 2.20-3.39 (m, 2 H) . 
30 2. 53 (dd, J = 3. 3*<£tf 9. 6 Hz. 1 H) . 

2.62 (dd, J = 6. 6£ =t£/9. 6 Hz. 1 H) , 2. 78-2.87 (in. 1 H) . 
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3.31 (s, 2 H), 3. 57 (s. 2 H) . 4.38-4.53 (br. I H) . 
7. 18-7. 32 (m. 4 H) . 7. 39 (br, s, 1 H) 

4) (R) -1- (4 □ UKyj>)V) - 3- [ { N — (3 - (HJ 

ZJMig * 2A±*± cL>JL±Al PJLkJkl 7$/] eo'jy> ut 

5 1 6 0 6 ) 

3 - (h^JWo^f^ft) $ Jg.SK (0. 060mmol) , 
(R) -1- (4 -0 uws>i?)\,) -3 - (yjy^75 y) t'D'J 
i>y ( 0 . 0 5 0 mm o 1 ) . v-f V 7" a e ;U # # # 5> -f 5 F ( 0 . 0 
60mmo 1) , HOBt (0. 0 6 0 mm o 1 ) , t e r t -7"* J 
10 -)V (0. 15mL) , >7un*)\,& (1. 35mL) om^ty) ZMU 
T 1 5l$WJft#Lfc. RJt>«£4fe£V a r i a n™ SCXA7AI: 
mM'&> * 9 J —)V : 7 o D*jPA= 1 : 1 ( 1 2 m L) . * * / -;U 
(12mL) TIRHftjtLitft, 4M 7 >^E ^ 7 O ;* 7 J -)l £tt 
(5mL) TifffiL. *«T § H £ C «k 0 . (R) -1- (4-7DD 
15 ^>v;U) - 3 - [ ( N — (3 - ( h U 7;U^O>^Jl/^^-) ^>>/-Y 

;u) 7* u ->;i/} 7 s y ] tf □ u ->*> 1 6 o 6 ) ( 1 

7. Omg, 72%) :MgttRPLC/MSTfftfc (9 7%) ; 
ESI/MS m/e 4 7 2. 0 (M + + H, C 21 H 21 C1F 3 N 3 
O 2 S ) 

20 

[$£&0y i ] [ |25 ii iiMip-ifig)ccR5 %%.fflmmm#^ 

7-(50mM HEPES, pH7. 4, 5mM MgC 1 2 , lm 
25 M CaCl 2 > 0. 2XBSA) TfRLfc»«20itL. [ 12S 
I] IIMIP-H (NEN Life Science Products, Inc. ) £ 0 . 1 
~ 0 . 5 n M IC& 5 <fc 3 £ 7 7 t-f A* y 7 7 -T#$?'L fc»« 2 5 tf L , 
k h C C R 5 £R%?'&&CHO«£M&€Sa<*'frfcS9ill 1 5 5 
Ut L (JRBiM n g mtS) %&<D&<DmnL (ftf(£ffi$Kft2 0 0 
30 wL) . 2#IH!R#ft. 27tT60»B'f> + a'?-M/t, 

EJ6**7ft, SJEM* F i 1 t e r m a t e (rtyt)- F*tM) £JS 



WO 01/42208 PCT/JPOO/08627 

2 5 5 

^TBiSL. 7^J^-^$b^i:*^LfcjliA'7 7 7- (10mM 
HEPES, p H 7 . 4, 0. 5M NaCl) 2 5 0 ^ L T 9 @i 
ftbtt. m#is>? 1 VJLfr&tz 0 5 0 u l-t^jda, 

St*.h-;^7>hNXT (/V;*-Htt8) TiSl/fc. 
5 S^fc^ft(Oftt)Ot:khMIP-lo 0. 2 it MSrSSJlPLfct* 

lr»i*©*«?>H*l 0 0%£LTfcbMI P-l |3©CCR5%I1 
BSMii <a&£ K « f -5 &tfcrt:£^ © ffi^Sg £ DC tfi L fc. 

10 Elf (X) = II - (A-B) / (C-B) } xiOO 

(A : tfcfcft^fciRflnll*®* 0> h, B.:*llthMI P-l a?£iD 
lffl*7>K C: [ 125 I] B VfrmmistztZ 

15 **WOjltt75>BI#*OB*IBtMJ6l/fctc:*, 0i*.tfTIE© 
ft-&4j5tt, lOMMOSgiJUT, f tl-ftl2 0~5 0%. 50%~8 

1 0 (iMCSfitiUt 2 0 %~ 5 0 X©E£.flg*^Lfcfl:£tt : 
fk-&^J#^ 132, 198, 490, 516, 5 21, 528, 529. 
20 601, 6.16, 622, 627. 642, 684, 847, 849, 
850, 857, 867, 874, 899, 902, 1002, 100 
3, 1057,1083, 1189, 1245, 1247, 1472, 
.1 606, 1859, 1998, 2093, 2095, 2097, 2 1 
3 4 

25 1 0 (iMfi)III:tHT 5 0 %~ 8 0 % <Dm9&&7fiL itik'tta : 
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5 ^ h — X 87mg 
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[HJ60S4] a&flJoigii 
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20 **WTfflV»5fl:^*0**tt 3 0mg 
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R 2 ' \ch 2 )J R 3 R 5 



10 [it*, R l it7 x.=.JVm, C 3-C 8 -77 □ 7;i'*;W£, Sfcli^ra 
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15 ^5i^l/THTti<, $ 6> CiER 1 (C&tfS 7 x C 3 
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c 2 ~c r 7;^/<ii'7$;i, c 2 ~c 7 n-7;u*;u* 

25 JI/A'ti" )Vm> C 4 -C, N-*>^n7;^;^Wt'fJH. c r 

C 6 7;p*;1/?;;u*-;ps, c 3 ~c 8 (7/m *->^;u*'-;u) 

£. n - 7 x -ju*;PAt-f JUS, t^'J v?y #;i>#n;i/g, ^E;i>*y 

/ # -;ug, i - tf □ u -7 = Ji/.^j ;p # - ;p S , St : - n h (c = ... 

O) 0-tI$n52lI. 3: -NH (C = S) 0-Tg£ft£2flB 
30 S. 75/1. (C,-C,7^*;H 75/1, (C,~ 

c 6 7;u*jp) 7 5 / Itit^s nt^r fc J; < . c:nb<z)7x-;us. 
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ftSnTHTt»itJ. j = 0 O i # IS . RMitHD + ->lT 

10 afcu. 

j a o ~ 2 
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n tt 0 1 ^If. 
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7;V3*yil;J;^Ti^JftTHTtctU 1 Sfctt 2{i?)7x-;U 
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75/1, *fctttf* ( c , ~ c , 7 
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MfcHtesn* c ^cT^+^ftUDtfs^au^tts, ccrs 

15 

2. ±fSit (I) JC*^Tk = 1 j&»-3m= 2 T*SBI*©«Sffl* 1 
Sic CDC C R 5 tt&xftffifcW-f £H8I. 

3. ±ISit (I) t*t>Tk = 0*Om=3t?*5ll*OiIJBH 
20 IE«OC CR 5*t^^ffl^WT5^^J. 



4. ±iest (I) i:«^Tk = liOm=3TS5i*coii^ii 

ib«©c c r 5*itt^ffl*#r**a. 

25 5. ±CSC ( I ) HS^T k = 2 ^Om= 2 T'&SIi *(7)®ffl^ 1 
Ei©CCR5gRffISfr5ta. 



6. ±CSC (I) t*V»Tk = 1 ^t?m= 4T»*W*OieffljB 1 « 

ie«wc c r 5 Mttf^ffl *w-r s*JW. 

30 
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^ffiilll 0«B*©*iSe3i&fcL< li^ESII. 

15 
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